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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula (I), 
pharmaceutical ly acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (1), X and Z 
represent each CH or N; R 1 * 3 represent each H, optionally substituted alkoxy, etc.; R 4 represents H; R 5 " 8 represent each H, halogeno, alkyl, 
alkoxy, alkylthio, nitro or amino, provided that all of R 5 " 8 do not represent H simultaneously; R 9 and R t0 represent each H, alkyl or 
alkylcarbonyl; and R 11 represents alkyl, alkenyl, alkynyl or aralkyl. 
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*;i^> c M 7;m *->'*, CmTj^zjh, c^^+^g, -hog, * 
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>ih^ c,7)i*)m, Cm7^3*->*, Ci.,T)v*fr?*&* - hum* $. 
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J;0»SL<«. 7x-;US€:g-ro S*iBS:Stt, «fc9$f£L<fct. 1~4|@ 



WO 00/43366 



PCT/JPOO/00255 



- 5 - 

m#O0£*- (S) m-tt|S^^gf 0 

R\ R , *3<fc^R , A^f^<!:**T#S«iftSnfcCM7;Hi^>'Stt. 
<tt, SR 1 '- (CH,) p-O- (R«tt. ADy>*f, tKKS, Cm7;Hi^ 

*ic^tt, -en^n, c w 7mjh (^©c M 7;wu*f4*itai*fcttc w 7 
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R\ R\ R'&£Z£R'(D'}>tj:< t<b hDg, Cw7;Hl + 
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N- {2-*nn-4-[ (6, 7-y^^-4-Wj-^) ***>]7 

x-;u} - n ' -< y^;P^U7. 
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-4-*±*JV-)\,}**is) 7xZJW -N' -Ifjl.71/7, 

N- (2-/7DD-4- ([6-/h + v-7- (3-WJ/7D^y) 
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N-[2-i7DO-4-( {6-* K^->-7-[2- (1H-1, 2, 3-h 
V7V~-)U- 1 ih + y]-4-^/U^H ^y)7i-JH-N 

' -^^^7 1/7, 

N-[2-7DD-4-( { 6 h^->- 7 -[3 - (1H-1, 2, 3-h 
•J7y-;U- 1 7otf*->]-4-*:J-VU-;i/} t+y)7i^]- 
N' -7-^71/7, 

N-[2-7DD-4-( {6-/ f>*^-7-[2- U-*^)V¥^yi?/) 
Xh*->]-4 -+^7'Jn;H t+y)7i^]-N' -7^;i/7lx7, 

N- (2-7cm-4- {[6-^h + >--7- (2-^*U VX b*>/) 

N- (2-7oa-4- ([6-^h^y-7- (3-WJ/7o^y) 
-4-+t7'J-;^yl 7i-JW -N' -73MU71/7. 

N-[2-7od-4-( (6-/h + y-7-[2- (y^W^y) Ih 
+ 5>]-4-^^-yiJ-;y} **x)7xx;|/]-N' -7^71/7, &&Zf 

N-[2-7no-4-( (6-* b*->-7-[2- {V *T)V7 5 /) Ih 
+ y]-4- + /UJH ^■+^)7x-;i/]-N > ' -7°Phf;i/7I/7. 

13. N-{2-7DP-4-[(6, 7-x* 4 7 V )V) 

7i-;H — N ' -7*ntMI^U7, 

5 1. N-(2-7DD-4-{[6-^ h*->- 7 - (2-Wjyxh + y) 
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-4-*/'j;W 7i"JW -N ' - (2, 4-y7MD7iz;W 

71/7, 

62. N — {2-7DO-4- [(6. 7-v* 4 -*^l/'J 

->] 7x-;i/} -n' -7*pfc^9U7, 

7 6. N- {2~7PP-4-[ (6, h + i/-4-+^"V l J-;i/) * 

117. N-{2-*nn-4- [(6, 7-y/ h * x- 4 - *^V*'J * 

7x~;U}-N' -*5MU7U7. 
119. N— (2-?PP-4- {[6- / h+y-7-(3-WJ/7'P# 
+ 5/)-4-*^"7U=JP] 3"*->} 7x~;U) -N* 

135. N — (2 -7on-4 - {[6-^h + v--7- ( 3 - kf^ U 7*P 
it^l/) - 4-*i->JtJ-)U]**i/} — N' -yPtf^l/7, 

142. N - (2-7PD-4- {[6 N + *>-7 - (3-tf'Jv;Mh* 

-» -4-*y »j;i/]^+">} 7x-;p) -n' -7Pt?;u7u-7, 

143. N — (2-7PP-4- {[6-* h*^-7- (4 - t? U vJM 

•» -4-*; >JA]**is} 7x-;u) - n ' -7otr;i/7i^7. 

144. N— (2-7PD-4- {[6-/h^5>-7- (2- : EM l jyih 
-4- + y 'J^J^+^J 7x-;P) - N ' -7 , D^9l/7, 

145. N-[2-700-4-(6-/ h + v-7- {[2- (1H-1, 2, 
3- h'J77-;U- 1 -OV) ih + y]-4- + ;'JJW t+y)7i-^]- 
N ' -7ae;i/-7U7, 

146. N-[2 -700-4- (7- {[2- ( 1 H- 1 — f 5 "J;W Xh 
+ y]-6-/h + y-4- + yj;K t^y)7i^]-N' -7"nWI/ 
7, 

148. N- [2-7DP-4- (6-^h + ^-7- {[2- (4-*^;H£"< 

5-7y) ih + y] -4- + /'j;n **^) 7x-;n -n' -7Ptr;u7i/ 

7, 

149. N — (2-7PO-4 - {[7 - (2-hh'n^yIh + y) -6-* 
h*'>-4-*yjJI/]^J/) 7i-JH - N ' -7*nfcf;U'7U7, 
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151. N- (2-7PD-4- {[6-^h + ^-7- (3 -WJ^^P 

-4-+;'j;^y) 7x-;i/) -n' -yptfji^i^ 

152. N-[2 PP-4 - (6-^h^>/-7- {[3- (4-*^;UkM 

^vV) /□^•>]-4-^yij;n 7x-jl/]-N' -7Ptf;U7!/ 

153. N-[2-^PP-4- (6-*h*->-7- {[3- (1H-1, 2. 

3 - h U7^-;u— i — r;p) 7p#*vj- 4 -*/u;n 7x-;u] 

-N' -7'otf;P7U7, 

157. N— {2-*nn-4-[ (7 - {3-[ <* 
7;U) 7=/]^D^y) -6-^h + y-4- + yjj|,) ^y]7iljK 

-n' -7Pt?;u7i/7, 

159. N- (2-^DD-4-[(6- / h + v-7- {[5- (1H- 1, 2. 
3- MJ7'/-;i>- 1 —r;i/) ^>^Jy]^v} -4- + yij;U) t+y]7i 

-;W -n* -7'Pt?;P7i/7, 

160. N-[2-y-OD-4- (7- {[4- (lH-l-^>^/ij;W 7h 

6 h*~>- 4-+/ >j;uj 7xn;uj-N' -yoejwu 

7, 

162. N — (2-*PP-4- {[6-*h*:/-7- (2-Wj;ih 
-4-+±yj 7x~;i/) - N ' - (2, 4-y'7^tP 

7i"JW 71/7, 

163. N- (2-^700-4- {[6-*S^>-7- (3 -tJ^'J / 7"o 
-4-+^-yj^;U]^+->} 7x-;u) — N ' - (2, 4-->*7;i^ 

□ 7x~;U) 71/7, 

164. N-[2~7PP-4- (6-*h*x~7- {[3- (4-*?Jl¥^ 
^->V) 7'D^^->j-4-+^-yUi:;U} **:/) 7x-;U]-N* - (2, 4 
-y7Ma7i-Jl/) 71/7, 

165. N- (2-*DO-4-[(7- (3-[ (2-t F'D^ylf JW 
7$y]7"n^y) - 6 4 -+^'/'J t+y]7i-; 

— N ' - (2, 4-y7MP7x-JW 71/7, 
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168. N— (2-2DD-4- {[6-*h*i/-7 - (3 —t^sfcy 
-4- + ;'JJ^y) 7x-;i/) -N* - (2, 4-/7MD7 

169. N— (2-7PP-4- {[6-^h + v-7- ( 3 - tf U v?;M 

'» - 4-*7 U jl/]**i/} 7x~;i/) — N * - (2, 4-y7M07i" 

£i/7, 

170. N-[2 -7PD-4 - (6-^h + S/-7- {[2- (1H-1. 2. 3- 

hU7v*-;p- 1 — uv) ih*->]-4-*y>j;n 7i-j^-n' 

- (2, 4-y7MD7xZJl/) 71/7, 

184. N — (2-7DD-4- {[6-^ h + ~>- 7- ( 3 - tM U VJ 7°P # 

*>o -4-+^-yj-;u] 7x-;i/) -n* -^^71/7 

185. N- (2 -7PD-4- {[6-^h + ->-7- ( 3 - tf^U y; 7 p D7i? 
- 4-*j-V*)-)l] 7i-JP) - N ' -X^7I/7. 

186. N-(2-7PP-4-{[6'-^ S*5/-7- (4-fcfU.vMM h*~» 
-4-*/'J^] 7x-;i/) -N* - (2, 4->'7MD7x-JW 
71^7. 

6 2. N- {2-7PP-4- [(6, 7 h + ->- 4 -^V/U =;W ^+ 
->] 7x"JH — N ' -7°PfcfJU7l/7, 

142. N— (2-7PP-4- {[6-*h**>-7- (3-lfiJ^h + 
-4- + yjJl']t+y) 7i"JH — N ' -7°Ptf;i/71/7, &«fctf 

169. N— (2-7PP-4- {[6-*h*->-7- 

-» -4- + / U 7x-;i/) - N ' - (2, 4-y7MD7i^ 

;W 71/7, 
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\z£?Tmm-czz, mx\t, 4-^nn^yo>mmmt, o rg . s yn th. coi. v 

ol. 3, 272 (1955). Acta Chim. Hung., 112, 241 (1983) £ 7c teW098/47873l;:fEfc£ 
>ffim&\i$. J. Am. Chem. Soc.,_68, 1299 (1946), J. Ani. Chem. Soc, 68, 1305 (19 

46){ifeite£tt3ck o turn m^mz&i z. tat-vs 
*«ir»tt, 4 -*nn*±yy (1) «amx^t-;p** 

;UA75 K<h£jfo£#T*^V'n>S§&im# (KifiW 3 4 #flB) . (2) 

^./n>«i»#£M&T* «i(l3 5£cfctf 3 6#{8) dtfc<fcOKifiT#*. 
+^-yo>j»3HS(ttt^jg k #Kx^7 l ;i/. ±MJ£A* h*->h\ *M7S K, 
*3 .fcUtDM F ^y * y -;KDck 3 tt*tttCD#ftTT^J«-r *®3ft«-«WT**. 

(1) fC^^T^-ft^xXx^i^UAZ^xt K©*0#aETTS**«Ji 

o*«-fi«T?*s. >®mte<DKfo&tf<k^fz#)\zmmo& 

(2) tc*(riTfiKJUx>$fett^;i/^7>©#SETTS^^ief-r5fc«S), JR 

u ^ttffiar**^-»/u >3§*#£ftu8$-e\ 4- (xhD 

&tl5. **V»tiSfc. 75 7 7i/-raLII («HAtf7K*<fc^-h'JC7A) 



WO 00/43366 



PCT/JP00/00255 



- 21 - 




WO 00/43366 



PCT/JPOO/00255 



X 
o 



22 - 



xz 



xz 




CO / \ fs- 



in 
CC 



K « 
-if 2 



0C 



~ W ■« iK 
< ip| w (51 





o 










a 



















o CC 

oc-z 



05 K W Pg| 
w -i CM* 



X-Z £ 




A X 
lb Z 
K - 



in 
CC 



oc CC 



WO 00/43366 



PCT/JPOO/00255 



- 23 - 

(II1A). 

**W4. **Sttfc4- (75/7i/ + y) U 5 Wi^MS?" 

TS^fcT^S (XS IB), 

®mt$ (o=c=n-r") ifi^t (ii2), mm 7K^Yt^ h u 

©#&T5gMlfc7;WHfca!l (R'°Hal) fcrtUBStf* (ii3) 

Kifig (09*. tf, **ftth'J7A) #£T, ia&7;^;MM (R'Ha 1, 
R"Hal) S^$t5Ct|;j;,TfeS»Att5 (Xg 5* «krX7). 

R^irX/SfcfiR'W^H^TftS^UyiSSfttt. 1 fcfc^T 

#e>n^4- (7$7 7x/^y) *y ij >«*#<65 Wiffiyj-rS*:^/ U > 

;P75> (R"NHj, R"R"NH) (Ii4 
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&f£/B $ ■& s d <h c ck o - h □ m at # « . 

#6ftfc«*#C^tt0^j*t^H-f V'>7^— hSMJM*: (0 = C = N-R") 

5> (R"NHi) &ftm*1tZZ\t\Z&t)Vl'7W&&&l£T*Z. 

4VU>3R±© 7 #©#»«©£» (PG) £|»S&U &«©#£ 
yj\uV>ft.7)V*)), (R :2 'Hal, R"'«R 2I ^7;UP + vS-ea5-5t#©7 

>»©7&c7JHi*^s**-rs*ei©^«ii*«jiT**. 

B«S^HfflU5Any><b7;i/+;i/ttHTjE$nT^-5*^ &3W2J.Ain.Che 
m.Soc.,1945,67 > 736^(Cf2«©^tef3^^TMT#-5o 

M^S^fCffl^>5 7;L'P-;Hj|W«rfJlg$tlTV^75\ &5^«J.Antibiot.(l 
993),46(1),177. Ann.Pharm.Fr.l977,35,503l|(C|E«©^^(3^-p T«ifiT#*. 

*^l/U >^©7{i(Cl#£©M&S£#T3i^&tet 7+-A4l:ffioT8 
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2 - 7S 7 -$AfllXfiHf»#H J.Med.Chero. 1977,20,146^ (Cf2S!c© 
75 7 7 x Lift* fcmiti- h U £A) ©#ftT> 

»»o^rffifc:e8ev»»6nfcRw»:t-r v yjt- h8H*# (o = c =n - r") 

5> (R ! 'NHi) *^ffl*"tt*JltfcJ:D9U7«^**J5fcT#«. 

Jfc^T, *^-7U>iR±©7fi07KKS©«ttS (PG) *»5fcU &*©# 
&TJ\uV>ft,7)V*)V (R" Hal> R ,r ttRWJ^^y$^§tf 0 
7;W!/gK#£^T) £f£ffl J: 0. *5tr>«7;UP-;P8S3H*: (R 

" OH) £&&©;££ ftMSfc) [IckOM^it-SdtUcfcO, 

7'J >»®7&K:7;PP + ^*^r**«l©ft^«*»ifiT**. 

«»Sl6»3ffl(riSApy>ft7;WP*«tCX7;PP-^R*#ttffrJS$nT^» 

V U >§f © 6 tttc«f^©illft»$*-r«»*#:tt. tafSMMi: bX 3 - t 
ft£«f©;fl£/B%ffifiE<lft 
f£#J4#ra). 

*»9iK:J:afls£tttt, <>ehPfc*^TJlli*rt&»IJB*VEGF (v 

ascular endothelial growth factor) T?3W» LfcitCfilSMAPK (mitogen-acti 
vated protein kinase) Ofittft$lit5 (KSttlfttil 1 &&&2&m). 
tt8§$ V E G F Tf ISttS t§§^Ti© y ^t^fil^l; J; D M A P K*5ffi 
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mtZtl. U>»fl2*tlfcMAPK©±#3&tB«)6n* (Abedi,H. and Zachary, I., 
J.BioLChem., 272, 15442-15451(1997)). MA P KCD^tt^M^ff^^^^-Sjfa 
^ rtM^^)ii5il(cag^iiJ^a^ d £#*DS>nT^5 (Merenmies, J. et ah, 
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 

8,4-25(1997)). ft?T*%mz&%fc%m*ik^§Lmmm*m~?z>. 
ffim®mz&tfz>!h<g%i£tt. ±tLT. mm. mmm&mmm. tmmmw 

JScafe^ir^<^y : 0^iT^^(Forkman, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)). ^T, *f£m\Z 

it. mm. mmm^mmm. «ttH»u^T^ &gp, 

*»Wi:«t5^«tt, IHI»»»^4*siB»j&*/J>3v> (mg«i&0>J3#iO. 
fcT, *5BWt«fc*{fc^«!ltt, ^#:(ClS#L/c«^. St^ttt##fctfnTvi 

s. 

&%m\z®.5--?z>z.t*:^fv-i:t£z>. mm. mmm^mmm. m^mm^-?^. 

M&#. &&S:#) ov»rti^o«*«»T, t h&cfctft h&fl. 

A^wictt. jinjwtLTtt, £$1. *^-fe;n«, mm, mmi. *saym 
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cne><D&mmm\z. musm^tix^mmm. nmm* mmu 
±B&*fam, ftsickonffai. phwssi, ^mmi mmmi 

i^l^l^CTlt^^tlS^ #|;U£0. 1-lOOmg/kg, 
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ggiS^ll : 2 -^7 DP- 4- [(6, 7-5?* h^->-4-^y »J;U) 7 

v^^;UX;i/^+->K (10ml) KI7K*{W- MJ *A (6 Ow%, 0. 72 
g) £JP;t, 5 0tT3 0MMfil:l, 4-75/-3-^D07x;- 
)Vmmk (1. 6 1g) ^M1ST10»LL *l:4-^OD-6, 7 
-y^h + ^yj> (1. OOg) fcin*l 0 O'CT-Hfe&ftLfc. Sf&^tC 

9 g, «6 OKTfcjfc. 

'H-NMR (CDC 1,. 4 0 0MHz): 54. 05 (s. 3H), 4. 05 
(s, 3H), 4. 08 (s, 2H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 

85 (d, J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m. 1H), 7. 15 
(d. J = 2. 7Hz, 1H), 7. 41 (s, 1H), 7. 54 (s, 1H), 8. 

4 8 (d, J = 5. 1Hz, 1H) 

jj%ffJ2 : 4- [(6, 7 -v^ h^->-4-^yj;U) ^v]-2, 3-'>** 

5>*^;P*;UsM^K (10ml) £7MSffctf-HJ£A (60w%, 0. 72 
g) $rJDA> 5 0tT3 0»Ma:L, 4-75 7-2, 3-v*3MU7 
x^-MI (1. 5 5g) SMSfiT10»ftj$Lt. *C4-70D- 
6, h*^*/ »J> (1. 0 Og) *UPitl 0 0t:T-iftfti*Lfc. fi 
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0. 9 4g, JR*6 5%T#£. 

'H-NMR (CDC 1 j, 4 0 0MHz) : <5 2. 0 7 (s, 3H), 2. 15 (s, 
3H), 3. 62 (s, 2H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
25 (d, J = 5. 4Hz, 1H), 6. 64 (d, J = 8. 5Hz, 1H), 6. 
83 (d. J = 8. 5Hz, 1H), 7. 42 (s. 1H). 7. 64 (s, 1H), 
8. 4 2 (d, J = 5. 4Hz, 1 H) 

«ar^3:4-[(6, 7 -y / b*i/- 4 U;P) ^^~>1-2. 5-->** 
5^1/7- 'J > 

v^^x;i/*^->K (10ml) \Z?miti-h<)OA (6 0w%, 0. 3 6 

g) ^in*. 5 ot;t3 o^w^istiu 4-757-2, 5-->^^7 
x7-;Ml. 2 3 g) £anx.^STl 0ft®WLfz o ^^4-^an-6, 7 
-v*h*->*/'J> (1. OOg) 0 O-CT— ^»Lfeo 

7jc2rJaA^ □ □*;t>ATttffi £ o D*;i/Ajf £gSfn^7k^ h U # A 

7kigfi£Ti5fc# U ^^^HJ^AT&JilLfco MJ£T^^&^LTt#bn 
^□□^;i,A/7-feh> (l/l) l:Iii^yU*WD7h^ 

SigflH : 3, 5-->'^DD-4- [(6, 7 - y^ h^y-4-^y'J;i/) ^ 
f>] 7- 'J > 

S7*?MU7Jl/*^>K (10ml) {C7K^^^hU^A (6 0vv%, 0. 3 6 
g) SiP/l. 5 0tT3 OftWftmmi&lZL, 4-7^7-2, 6-v^oo7 
x7-JMl. 5 9 g) £M;t^Tl 0#$f#Lfc. &(I4-^dd-6, 7 
-v 5 ^ h*i>4V U > (1. OOg) ZfiGz. 1 0 OrT-MftLfc. fi^iftC 
7k£Jn;ty' □ □ tfJl/ATttai Lfclg, ^ □ □^;UA^$:tSfo^7K^>- h U £ A 
7K^^T?5fe^L. ^KM^h'J^A-eft^LAc. MKTig$£g£L-a#£>n 
/ 7 0 0^;i/A/ / 7ir h> (1/1) TJlli'f £x'J#yjU77 DT ^/y 
M4)ffc£^£0. 35g, iR^2 2%Tf#fc. 
'H-NMR (CDC h, 4 0 0MHz) : 5 3. 84 (s, 2H), 4. 05 
(s, 3H), 4. 08 (s, 3H). 6. 28 (d, J = 5. 4Hz, 1H), 6. 
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74 (s, 2H), 7. 43 (s, 1H), 7. 64 (s. 1H), 8. 48 (d, 
J = 5. 4Hz. 1H) 

£3igflJ5 : 4- [(6, 7-3?* h*v-4-*/U^) j^vj - 2 -X Sp7 
X'J> 

y7fMM+yH (15ml) h U £A (6 0w%, 0. 54 

g) Ztiax., 7 Qftm.W'ik-M.mzV. 4-7S;-3--hD7xy- 

)V (2. 07g) ^iPA^STl 0#jft#L£ o ^(C4-^DD-6. 7-v* 
h + x^/U> (1. 5 0g) SriJPx. 1 0 Ott4^WLt, S^(C7j<$ 
JjD*.^ p P*;UATJfi££ILfcf£ 4 ^ pp*;UAjf ^gfrftiM^Tkllt:!- h 'J ^AtK^ 

£PP*;PA/7-feK> (1/1) tlf^yU^^DTh^? 

mm>l6 : 1- [2 -7$ 7-4- (^>v;t/^-^v) -5-/ K^->7xXJl1 

-i-x^y > 

1 - (4-b KP+/-3-* h + y7iZJW - 1 -x^y > (20g), m 
$^U-7A(1 8. 3g). 37ftfh.7-n-7*W> ; E-7A(4. 4 5g), 
^>WoSK (17. 3ml) £N, N->7f 5 K (3 0 0m 

i) imioottmrwLt. MB.T®mz%%L. n^>titc^\z 

«l£Ti£$£g£LT#bttfcg|£. (12. 4 7ml) £BMK (12 

Oml) HigfiPU ^£l:2P|WLfc. CC^TTK^k^ h U >7A7K^^ 
JO^ttfzLfc^ ^□□*;i/Affl/UL/. ^PP^A/l^ES^ h U 9AT^ 
MffiT^&^^LTffbn^^ X^/-;i, (l l 60m 
1), * (120ml) \zm&frVT®BL, mt7>^-0A (19. 2g), 
Mm (10 1. 7g) &1)UZ., Milr*t£3BtP B 1L/i„ -fe^-T hfflL, ^PP 
*)VA/*5> (3/1) Tft#U MffiTM£g£U l#bft£SI££ 

7j<^fbi- h U £ A7j< jgf^T 7;i/* UlCL^O P A»tti L, ? P P AH 

^M±hu^ATit^L/i. ffiETmmz'gikLTnzftfzmzz, 

^A/St&xfMP (10/1) TJl^TSv'J^y^^PT hy , 77^-l; 5 tO 
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*S»U £H0te£#£2 4. 9 5 g, «7 7% (3Xf77') T1#£„ 
'H-NMR (CDC 1 j, 4 0 0 MH z ) : 62. 51 (s, 3 H) , 3 . 84 (s, 
3H), 5. 14 (s, 2H), 6. 12 (s, 2H), 7. 15-7. 62 (m, 
7H) 

IgiiffJ7 : 7- (^>v;i/^.» -6-^h^>-i, 4 -yb HP- 4-3- 

7U7> 

1- [2-757-4- (^>vJkt*v) -5-7 b*->yjL-)\,] - 1 - 
X^7> (2 4. 9 5 g) h7bh'D77> (4 5 0ml) CJgflPU ^* h 
'J£A7h*vK (2 4. 8 7 g) £iD*MT 1 P$fia«#&. iT^X^UXT. 
xJU (3 7. 0 7ml) SSD^MT2B#W«^, 7jc ( l 5 Om I )' fciJDA 1 
0fc*#Lfc. ortCTM^SrflQAphmcU 7kZDn?LZ pp*;U AffifflU 
^□P^Ajf £^$^HJ£AT&j#L£o »ffiT*ttG£B£l/T#&ttfc9 

^pp*;ua/7*7-;u (10/1) Tliiny'j^Wn^h^ 

?7>f-t;:«fct>*S{KU *H®{b£4M:17. 16g. JR^6 6%T#fc. 
'H-NMR (DMSO-d., 4 0 0MHz) : 5 3. 84 (s, 3H),5. 1 
9 (s,2H), 5. 97 (d, J = 7. 1Hz, 1H), 7. 09 (s, 1H), 
7. 28-7. 51 (m, 6H). 7. 78 (d, J = 7. 3Hz, 1H), 11. 
50-11. 75 (br, 1H) 

mmms : 7 - (sQitfrttis) -4-^Da-6-7 h=E*>=E7 'J> 

7- (^>y'Jl/t4 : y) -6-/^y-l, 4 - v t h* P - 4 - *7 »J 7 > 
(17. 16g) fc^+S/ttffc'J > (1 4. 1 9m 1 ) £}jO;t> m!&Mffi& 1 

hU I 7A7jx^$:JlDA7;i/*Utt{CL> £ P P*;UAtt£ti U £ P P*;UAji& 

A/7-feb> (10/1) TJRB1-*^'J*y;i/^PTh^77-f-K:«tt)«« 
U *H<D{t:£#j£3. 8 2g, iR^2l%Tt#fc. 

'H-NMR (CDC U 4 0 0MHz) : <5 4. 06 (s, 3 H) ,5. 32 (s, 
2H), 7. 3 0 - 7. 5 5 (m, 8H), 8. 56 (d, J=4. 9Hz, 1 H) 
m&W9 : 4 - {[7 - (^>->VM-*'» -6-7 b*is~4 -±J U jtj 
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->} -2, 5-v^^7-'J> 

y7fMWyF (2 5ml) ^mit* b V O & (6 0w%, l. 17 
g) ZtiQZ. 6 0rt3 0^Mi&l:U; s ^fC4-75/-2, 5-^^ 
^7iy-Jl/ (4. OOg) £flQ;t^&Tl 0#JS#@L 7- (^>V)VyS-* 
is) -4-^DD-6-^ K^v+y ij> (4. 36g) £inAfc. 2 2I^Mft 

38H©ffc£<»£3. 0 4g, iR$5 2%tt#fc. 

'H-NMR (CDC 1 j, 4 0 0MHz): 52. 0 5 (s, 3H), 2. 16 
(s, 3H), 3. 58 (s, 2H). 4. 06 (s, 3H), 5. 32 (s, 2H), 

6. 28 (d. J = 5. 1Hz, 1H). 6. 61 (s, 1H), 6. 81 (s, 

1H), 7. 2 8 - 7. 4 2 (m, 3H). 7. 44 (s, 1H), 7. 49-7. 

54 (m. 2H), 7. 63 (s, 1H), 8. 39 (d. J = 5. 1Hz, 1 H) 
nmftffim (ES I -MS, m/z) : 4 0 1 (M' + 1) 

agjgflji 0 : n- (4- {[7- K>22k±±>0 -6-y h^^-4-^yj 

Zk3 -2. 5-y^^7irj|/) - N ' - (2, 4-y7J^a7i 

4- {[7- (^>v;^+-» -6-y h^y-4-+;>jJH -2, 

5-$>*^/P7— U> (3 0 0mg) ZpnnTivUA (5ml) l:i«Lfti, 
2, 4-y7MD7HWyy7t-h (2 0 0ul) ZM?L, 7 0C1CT 

SJ^fft*. ^□□^;i/A/7'fe b> (7 5/2 5) TftWtSx' 
U*y;P^OTh^7 7^-{C«fcO««L. »«0^«5*3 6 8mg, JR¥8 

'H-NMR (CDC 1j, 4 0 0MHz) : 6 2. 1 7 (s, 3H). 2. 2 6 (s, 
3H), 4. 06 (s, 3H), 5. 33 (s, 2H), 6. 29 (d,J = 5. 
1Hz, 1H), 6. 42 (s, 1H), 6. 7 6 - 6. 9 3 (m. 3H), 6. 7 
0 (s. 3H), 7. 3 0 - 7. 5 4 (m, 7H), 7. 60 (s, 1H), 8.. 0 
4-8. 12 (m, 1H), 8. 44 (d,J = 5. 4Hz, 1 H) 
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mmmi 1 : n- u- { r 7 — (j^>2Jk*3±l - 6 -y u 

-2, 5-v*5PJU7x-;U) — N' - (2-^h^v7x~;i/) 

4- {[7- K>v;i^*-» -6-* H*->-4-*/'J;i/] -2, 
5-v^^;i/7^U> (3 0 0mg) £7 (5ml) \Z®ffiLfr'&, 

2-/h + y7i-JKVy7t-h (0. 2 4ml) ^P^., 70t)(:Tlt 
WLfeo K*ttft, i'PO*W7th> (7 5/2 5) T'Jg^T-SvU* 

'H-NMR (CDC 1 3 , 4 0 0 MH z ) : <5 2 . 1 7 (s, 3H), 2. 2 8 (s, 

3H), 3. 83 (s. 3H), 4. 07 (s, 3H), 5. 33 (s, 2H), 6. 

26 (s, 3H), 6. 29 (d,J = 5. 4Hz, 1H), 6. 86-7. 06 
(m, 4H), 7. 12 (s, 1H), 7. 30-7. 41 (m, 3H), 7. 46 
(s, 1H). 7. 5 0 - 7. 5 6 (m. 3H), 7. 61 (s, 1H), 8. 11 

-8. 16 (m, 1H), 8. 43 (d,J = 5. 4Hz, 1 H) 

§ammi 2 a - \n- (^>v;m-*-» - 6 -y h^>-4-*y u;i/i * 

-2 -7DD7- l J> 
i>*3-)V7,)V**isY (3. 6ml) {C7K^<b^- h U -7 A (60w%, 3 20 
mg) SrJPA, 6 0tt3 0»iifi|;Lt. ^C4-75y-3-^OD 
7i/-J«j| (7 2 0mg) £}|P A^rST 1 0 7- (^>v;i/* 

+ » -4-7PO-6-^ h + v^y U> (6 0 0mg) *mXtz. 105t) 
T'2 2P#r B m^S^(C7K^JP^7no*;i/Attl±JL7c^. 7DP^A^^ 

rmm l t# £ nrz® £ ic / * y ^*p amto £ l £ . #f a l a 

%m\?>mL. *H<7Mfc^£ 5 3 3mg, iK$6 6%THfe. 
'H-NMR (CDCh, 400 MHz): 54. 05 (s, 3H), 4. 08 (s, 
2H) 5. 32 (s, 2H), 6. 42 (d. J = 5. 1Hz, 1H), 6. 84 
(d, J = 8. 5Hz. 1H), 6. 93 (dd, J = 2. 4Hz, 8. 1Hz, 
1H), 7. 14 (d, J = 2. 4Hz, 1H), 7. 2 9 - 7. 4 2 (m, 3H), 
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7. 44 (s, 1H). 7. 4 9 - 7. 5 3 (m, 2H), 7. 55 (s, 1H), 

8. 4 5 (d, J = 5. 3Hz, 1H) 

RMftftH (E S I -MS, m/z) : 49 7 (M'+l) 
ggrflll 3 : N- (4- {[7- K>y;kfr*->) -6-* h*v-4-*/'J 
M -2-^DD7iZJ|/) -N' - (2, 4-y7;i/^-D7x-JU) 

4- {[7- (^>v;M-*-» h*y-4- + yij;i/] -2 

-^□□7^U> (2 6 Omg) Z2ua*,)l& (10ml) \Z®Mlsfzm, 2, 
4-y7M07i^JKVy7t-h (198mg) £J0*MT 2 f$fyjjf# 
LAco £jM£^DP*;i/A/7+: h> (10/1) TMF^T^v'J*y;U^P 
T h^^-fCcfc 0*it®!U %tm<D{t£®$:3 3 7mg, ^9 4%Tf#feo 

'H-NMR (CDC 1 4 0 0MHz) : <5 4. 04 (s, 3H), 5. 3 
2 (s, 2H). 6. 49 (d, J = 5. 1Hz, 1H), 6. 8 6 - 6. 9 6 (m, 
3H), 7. 10-7. 17 (m, 2H), 7. 2 2 - 7. 2 8 (m. 1H), 7. 
28-7. 41 (m, 3H), 7. 4 5 - 7. 5 3 (m, 4H). 7. 96-8. 
04 (m, 1H), 8. 27 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 
5. 4Hz, 1H) 

Ri^trl (ESI-MS. m/z): 5 6 2, 5 6 4 (M'+l) 
lilj 4:N-{2-^nD-4-[(7-bKa=t 1 x-6-^K4 1 f>-4-^ 
yjJjW t*kl 7x.—M ~ N ' - (2, 4-y7Jl/tD7i-^) V U7 

N- (4- {[7- (^>5?;^+'» -6-^ h + v-4- + /U;P] ^-^x) 
-2-i?DD7x-JW — N ' - (2, 4-i?7M0 7iX)W OUT (2 1 
5mg) £, y^f ;i/*M7S F (11ml) fcjgfipu v^A^ (2 
1 5mg) £Jn7t> 7K^#SMT^i&T iE**»I»»X^;i/ (3 

0ml) -fe^ KittifiLfc. *ttE*«JEETS*L. *JHOffr&tt£ 1 7 

4m g. iR#9 6 %Tt#/to 

'H-NMR (DMSO-d,, 400 MHz): 53. 94 (s, 3H), 6. 
47 (d, J = 5. 1Hz, 1H), 7. 01-7. 11 (m, 1H), 7. 18 
-7. 36 (m. 3H), 7. 4 4 - 7. 5 2 (m, 2H), 7. 95 (s, 1H), 
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7. 98-8. 13 (m, 1H), 8. 23 (d, J = 9. 5Hz, 1H). 6. 
50 (d, J = 5. 1Hz, 1H), 8. 81. (s. 1H), 9. 31 (s. 1 H) 

(ESI-MS, m/z): 4 7 2 (M'+l) 
SIM15:4- {f7- {^>2M^kl -6-^ h^>-4-=£7 i} )],]* 
-2, 3-^^^7~'J> 
S?*^*;l/**->l« (6ml) \Z*m<ti-b*)OA (60wtl 0. 32 
g) £*0;t> iIT3 0W}$lfc«, 4-757-2, 3-y^W7i/ 

-;mi. i og) ftttiiifi o#fii«#Lfc. &£7- (^>v;^+i/) 

-4-^PD-6-^ h*x*/U> (1. 2 0 g) £}JD;il 1 0 t CT6B#M 

tlfeSSS:. ^□□^;UA/7-feh> (6/1) TJRWT5->U;&y;i^OTh 
?y7 4-lZ£<om&L, mm<Dlk&®%0. 7 8g, P4 9 %Ti§fc. 
'H-NMR (DMSO-di, 4 0 0MHz) 5 1. 87 (s, 3H), 1. 96 
(s. 3H), 3. 97 (s, 3H), 4. 78 (s, 2H), 5. 23 (s, 2H), 
6. 12 (d, J = 5. 3Hz, 1H), 6. 54 (d, J = 8. 4Hz, 1 H), 
6. 69 (d, J = 8. 4Hz, 1H), 7. 27-7. 51 (m, 7H), 8. 
3 1 (d, J = 5. 3Hz,.lH) 

giMi 6 : N- (4- in - (^>22kj^±) -6-* h^->-4-^7 
'J>W*->} -2, 3->7f^7i-Jl/) — N ' - (2, 4-/7M07 

x~;u) fri^7 

4- {[7- (^>v;U:t*-» -6-^ h + '>-4- + y U;U]**-» -2, 
3-$>*9MP7-'J > (2 6 Omg) £N, N->7f»A7$ H (5m 1 ) 
»C»*Lfc«, 2, 4-y7M07iZMVy7t-h (12 1mg) £jbn 

am&u ii© it^m* 2 1 9mg, jk^6 i%-e?#;t. 

'H-NMR (DMSO-d., 4 0 0MHz) 6 1. 99 (s, 3H). 2. 17 
(s, 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d, J = 
5. 1 Hz , 1 H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 2 5 - 7. 6 3 (m, 
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9H), 8. 0 5 - 8. 0 8 (m, 1H), 8. 3 4- 8. 3 6 (m, 2H), 8. 
7 9 (s, 1 H) 

mmmi i 7- (j^22k*±kl -4- (3-7MD-4--ha7xy 

£PP^>-t?> (3ml) \Z7- (*C>S>;M-*-» -4-7Dn-6-/> 
^'>+;U>(3 0 0mg), 3-7JI/tP-4-zhD7x/-JK7 8 5mg) 

JC«fcO»$3L, ajBO<k^**l 9 7mg, JR3S4 7 

'H-NMR (DMSO-di, 4 0 0MHz) (5 3. 8 3 (s, 3H), 5. 25 
(s, 2H), 6. 91 (d, J = 5. 1Hz, 1H), 7. 2 9 - 7. 5 0 (m, 
9H), 8. 18-8. 23 (m, 1H), 8. 56 (d, J = 5. 1Hz, 1 H) 
m&Ml 8:4- (4-7$y-3-7MQ7i-^-» -6-*h=fc->-7 

7- (1>z? is) -4- (3-7Mo-4-ZhD7i/ + -» -6 
H*'>*/ U > (19 Omg) £N, N-y^fWM75 K (5ml). 
MJX^;U75> (lral) fc**U «/l7i?7A (4 Omg) £flP;L, 

p^;|/A/^^/-JI/ (2 0/1) Timily | J*yMa7h^7^ 
-JZ«fc0»»L, gi^M75mg. JRSS5 6*T»fc. 
'H-NMR (DMSO-d«, 4 0 0MHz) 53. 87 (s, 3H), 5. 11 
(s, 2H), 6. 29 (d, J = 5. 1Hz, 1H), 6. 7 7 - 6. 8 0 (m. 
2H), 6. 9 3 - 6. 9 9 (m, 1H), 7. 19 (s, 1 H), 7. 40 (s, 
1H), 8. 31 (d, J = 5. 1Hz, 1H), 10. 03 (s, 1 H) 
mmmi 9 : N- (2, 4->'7MD7i^) -N' - {2 -7)l*U- 4 
- [(7-bFD^y-6-^ h^->-4-^7 U;P) :fr^->] 7x_JU} *?VT 
4- (4-7$y-3-7J^P7i;^y) - 6 - * h*->- 7 J 
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-)V (7 Omg) ££cm*JPA (l. 5ml), N, N-y^^*M7$ h* 
. (1ml) \zmM\stz'&. 2, 4-y7WD7ilJKVy7t-h (4 3m 

g) zmTLT^u-vzwKfoLtc. fcfomz*? /-frzmpL, mjet«£ 

®£L-n#£tiJt5£££, tnnfrJlk/ *?;-)V (2 0/1) 

m^>vtiy)u^n-7h^yy>f-\z^K)mmL, ^mmt^miffemmzntL. 

'H-NMR (DMSO-d 6 , 4 0 0MHz) 5 3. 94 (s, 3H), 6. 47 

(d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 2H), 7. 28-7. 

34 (m, 2H), 7. 47 (s, 1H), 8. 05-8. 15 (m, 2H), 8. 

30 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1H), 8. 97-9. 03 

(m, 2H), 10. 10 (s, 1H) 
§gjgffl2 0 : 4-^Da-6-^h^x-7-4-y 'jy-j^ 

7- (^>v;i/^-+-» -4-£cm-6-* ij > (i o Omg), 
^^T-y-;!/ (3 0 0 m 1 ), *?>X)U*>M (25// 1) £ HJ7Jl^P* 
^>X;U*>$? (lral) {Cjg»L3 0^iig«Lfc. MffiTi&$£igf£ 

mmtbtz, gI©^M5 3mg, W75%T1lt, 

'H-NMR (DMSO-de, 4 O 0MHz) : 6 3. 9 8 (s, 3H), 7. 3 

3 (s, 1H), 7. 36 (s. 1H). 7. 47 (d, J=4. 9Hz, 1H), 

8. 54 (d, J=4. 9Hz, 1H), 10. 37 (br, 1 H) 

giijiffJ2 1 :4-^QQ-6-^h^y-7 - ^7'J 

> 

4-?OD-6-* h + y-7- + /U/-;i/ (5 Omg), jss^U^A (4 
Omg), atffc-r l>7-n-y^;P7> ; &-^A Omg), 2-7owf^ 
p<^;Ux-x;U (4 Omg) £N, N-y7fMM7$h' (10ml) tC?& 

AT'tilt, M£T?§$£g£LTt#£n7cg|£&, / \4 1 1t>/'7-ti h >/v 
^□□^^> (6/2/1) T»Iit?,yiJ*yj^D7 
»IU Sl®ft^$4 7mg, JKi£7 4%Tt#fco 
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■H-NMR (CDC 1 j, 4 0 0MHz) : <5 3 . 4 9 (s, 3H). 3. 8 8- 
3. 90 (m, 2H), 4. 04 (s, 3H), 4. 3 2-4. 3 5 (m, 2H). 
7. 35 (d. J = 4. 9Hz, 1H), 7. 40 (s, 1H), 7. 43 (s, 
1H), 8.5 7 (d, J=4. 9Hz, 1 H) 

£W!l2 2:2-gPn-4-([(6->t h*->-7- (2-* j^yxj^j 
-4-^;U;Wy) 7-'J> 

3>*?;U*;l>**->K (2ml) {ZTK^fb^- h »J <5A (6 Owl 1 5 3mg) 
ZbUZ.. 6 0tJT3 0*Ml«i»MK:U 4-75y-3-^PP7xy-;Pi| 
Ktt(3 4 3mg) fcDQ*MT?l 0#Jf#Lfc. *l:y^^j^yH (2 
ml) K»*Lfc4 6 h*S/- 7 - (2-/^ylh + -» + 
/U> (254mg) 1 O'CT-M^Lfc. EJS«fc*&l0*.* o □ 

**«E»±h'J^A-e«jftLfc. »ET*«t&SALT»6tlfc»S*, ^pp 
*;|/A/7-feh> (7/3) THAT'S ^'J^yjl^PT h^fyy^-iz^om 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 3. 4 9 (s, 3H). 3. 89 
-3. 91 (m, 2H), 4. 02 (s, 3H), 4. 09 (s, 2H), 4. 33 
-4. 35 (m, 2H). 6. 43 (d, J = 5. 4Hz, 1 H), 6. 85 (d, 
J = 8. 5Hz, 1H), 6. 9 3 -6. 9 6 (m. 1H), 7. 15 (d, J = 
2. 7Hz. 1H), 7. 41 (s, 1H), 7. 52 (s, 1H), 8. 47 (d, 
J = 5. 1Hz, 1H) 

glii0iJ2 3 : 2-^PP-4 - [(6. h^->- 4 -^j-W 

■>] 7-U> 

y/fHm/F (4 0ml) K**fb^- h U OA (6 0w%, 5. 8 0 
g) SJnA, 6 0CT3 OttmW'&^mzLtz, ^l;4-75y-3-^OD7 
xy-;U46K* (1 3. 0 5g) *MtiT10»UWft, J. Am. Che 
m. S o c ., 6_8, 1299 (1946), J. Am. Chem. Soc.,6. 
_8_, 1 3 0 5 (1 9 4 6) U£\zRWltttlZ>&5Umm&mz&?T&tflL1ti? 
□ □*:J-\/'J>SNJ#T&£. 4-^7PP-6, 7 -v^ h + v+^-yj >(8. 
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14g) £jD*fc. 110tT3 0^Ufc«, E*m:#*lD**np*;i> 

«ffflLfctta*K§l5»L. *BOfl3^»S9. 13g, 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 4. 0 5-4. 0 8 (m, 8H), 

6. 85 (d, J = 8. 5Hz, 1H), 7. 00 (dd. J = 2. 7Hz, 8. 
8Hz, 1H), 7. 21 (d, J = 2. 7Hz, 1H), 7. 32 (s, 1H), 

7. 5 2 (s, 1H), 8. 6 4 (s, 1 H) 
SIMM (ESI-MS, m/z): 3 3 2 (M'+l) 

Sg;iiff!l2 4 : N-^>v;i/-N- (2, 4-/7MD7x^) 7$> 

2, 4-y7Mo7zU> (2. 3 7 m 1 ), ^>X7^ft H ( 2 . 3 6m 
1) &®ffiLtz*?J-)l (4 6ml) \zmmW*i"!7A (5. 5 9 g) £'p 

mvmm&mz. mmta 5»ll Jk^TTK^t^^^hu^A (2. 
(3o/i) T»wr*->u*y;p^o-7h^77^-(c«fco««L, sagoxt 

&#l£3. 0 4 g. iR^6 0 

'H-NMR (CDC 1,, 4 0 0MHz) : 5 4. 34 (s, 2H). 6. 56 
-6. 82 (m, 3H), 7. 2 5- 7. 3 8 (m, 5H) 
mmW2 5 : *?)V 4- (1>i?)V-t*js) -5-* S^>-2--Kd^> 

miR©^^;i/A-|^-h(5 Og), i%mt)i)OA (7 6g) SN, 
;P*;PA73 K (2 0 0ml) iC^iL, (33ml) §10^ 

tftiTL. MT-i!fejft#Lfc. 7j<&2 o om i mx, »»X^;|/Trj*Hi«, 
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£31RU *T+»iffe»l/Jlffi3j?>^Tl!:j»$*«H(3!)fl2^«|*7 4g»fc. JR 
$93%. 

'H-NMR (CDCh, 4 0 0MHz): 3. 9 0 (s, 3H), 3. 9 8 (s. 3 
H), 5. 21 (s, 2H), 7. 0 8 (s, 1H), 7. 31-7. 4 5 (m, 5 
H), 7. 5 1 (s, 1H) 

Mj&MjLl • 7 ~ K>2ik±±>0 --6-^h^->-3, 4-ybHD-4- 

SiTTXfJI' 4- (^>x;i/^-+v) -5-/h^~>-2--hD^>y 
X-h (15. 0 g) SfflK (2 0 0ml) ft mm) (13. 2 g) 

ffiUfc. »SnfcB#*3»U #l&X?\>k X-7^T&fc#U «#>:/T 

&*EETT»«E£ffl3cU »&ftfc»SE£*£#>:/T<6)*U 2-7 
5/ -4- (^>->MI/**x) -5-^> + ^>yx-h0ffii»S!^*9. 5 
g»fc. iK^7 0 % 0 

wstifc*^ 2-J5/-4- (^>v;i^*-» -5-* h*>"<>v/ 

X-h (6 5 Omg) £N, N-y^fMM7$ K (15ml), 
(3ml) izmML, *;k47£H (0. 4 6ml), ^ h U ^A^ h*5> h* (3 
7 3mg) 10 0g£T#fiU ii&S 1 

OmlflDAfc. lMtt[K*T?K««S+ft-r-&i:B#3ft t #faiLfc. B#£3BU 
7 Jc. I-f^TllIl^^y/TffiL, *i©ft^«S 5 6 6mgftt. JR 
$87%, 

'H-NMR (DMSO-ds 4 0 0MHz) : 3. 88 (s, 3H), 5. 25 (s, 
2H), 7. 23 (s, 1H), 7. 3 3 - 7. 4 9 (m, 6H), 7.. 97 (s, 
1H), 12. 0 6 (br, 1 H) 
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mmM27 : 7- (<<>V)V-t*ri,) -4-^np-6-^h^y^f/iJ> 

7- {1>*J -6-*h*'>-3, 4-ytHD-4-^ , /'jy 

> (4 0 0mg), ->*i'yyDtf;i/X5 1 ;P75> (0. 3m 1) \z***smtv> 
(515ml) ^riDA. 2 omfLMMLIt. M\Z^mk. 1 0 JK^K-fb^" h U 

m<D<k£®£4 2 OmgUfc. iR$9 9%. 

'H-NMR (CDCla, 4 0 OMHz) : 4. 0 8 (s, 3H), 5. 3 4 (s, 2 

H), 7. 35-7. 51 (m. 7H). 8. 86 (s, 1 H) 

gWJ 2 8 : 5- (^>y;i/^-» -4-^h^-v-2--hD^> 

rUIRO^^U 3-tKo^>-4-^h^>yi-h(i 0 g), 
'J£A (2 3g) £N, N-y/fMMT^H (5 0ml) fc**U Hit 
^>>?;U (6. 5ml) £l0#a»ttTS5TU ^T-M#Lfc 0 7*£20 
Oral IIP A. SSifWttlflg, SS»CW«ffitCfiafDftifi7K^JP7LKBIx^;P 
TJatBLfc. ^«ffifc««±HJ*A£Jn*tt»Lfc. tllg^^Mii 

4 g fife. IfctoT. flbnfcli$7. 0g$7773(:An, MTT9810 
0m 1 &£Zfffim2 0 0m 1 Sin A, 8 B#ffl&*1^fc:rt£;&n*£. f#£nfc®#: 

|$9 6 % 0 

'H-NMR (CDCb, 400 MHz). -3. 89 (s, 3H), 3. 96 (s, 3 
H), 5. 21 (s, 2H), 7. 15 (s, 1H), 7. 3 4- 7. 4 5 (m, 6 
H) 

$jjjjffil2 9:6- (^>v;i/^-^-/) -7-^s^.>- 3) 4-^ bKa _ 4 - 
ttW J > 

ifiTT^^ 5- (^>->*;i/^-^~» -4-* h+->-2--hn^>y 
X-h (1 5. 8 g) £BHK (2 0 0m 1 ) ft G»5fO (13. 9 g) 
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5/- 5- K ^) -4-* h*">^>'/x-h©aH8ftsi o. 

4 g#fe 0 JR*7 3K. 

nbtltzt^Jl 2-7 = 7-5 - K>> f ;i/^'» -4-*h**>^>y 
X- h (5. 0 g) £N, N-/7fJ^M7$ K (15 0ml), /-){, 
(3 0ml) \zmffiL. *M7S K (3. 5ml )» ^h'J^A^ h^->K (2. 
8 g) $»PA, 1 0 OlSTlfiL, Om 

X-x;UTift#ffc*£#>:/T«j»U *H®{fc£«!l£3. 7giL iR* 7 6 

/Oo 

'H-NMR (DMSO-d 6> 4 0 0MHz) : 3. 9 2 (s, 3H), 5. 2 1 (s, 
2H), 7. 16 (s, 1H), 7. 3 3 - 7. 4 9 (m, 5H), 7. 55 (s, 
1H), 7. 99 (s, 1H), 12. 06 (br, 1 H) 

0 : 6- (^>v;V^-^-» -4-^PQ-7-^ h^y^yj> 
6- (^>->*;l^^-» -7-^h^f>-3, 4-y'kh'0-4-+t , / l Jy. 
> (3. 5g)> ^v/Dt;H^7S>'(ll. 5ml) fcrfr+^JfrfbU > 
(3. 1ml) £JPx.. 2 07>TOLfc. iflC^, 1 0 Ximikj- h U 

H<ZMb£$f£2. 9gffc. <K^72% 0 

'H-NMR (CDCh, 4 0 0MHz) : 4. 07 (s, 3H), 5. 32 (s, 2 
H), 7. 3 5 - 7. 5 3 (m, 7H), 8. 86 (s, 1 H) 
gjjjffiJ3 1 : 4-{[7-K>y;t^->)-6-pth4^-4-^yU-;Ul 
^t^x} - 2 -47DD7XU > 
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7- {1>*J)\,** s s) -4-^00-6-^ h^v+^-V I J> (3 0. 0 g) 
ifh7^7> ; Er^A^piJF (13. 9 g) £7irh> (4 0 0ml) 
icitilSM^Lfc, ZO®m\z2 0%7jc^±h'J'>A7K^(6 4m 1 ) 
fc»#Lfc4-75 7- 3-^007x7-JI/MI (3 6. 0 g) fciiJnLfc 

«tc:5SjS©fb^«5A«3 6. 6gfc£ftfc. JK^90% o 

'H-NMR (DMSO-d 6 . 400MHz): 53. 96 (s, 3H). 5. 
34 (s, 2H), 6. 86 (d, J = 8. 8Hz, 1H), 7. 00 (dd. J 
= 2. 7Hz, 8. 8Hz, 1 H), 7. 22 (d, J = 2. 7Hz, 1H), 7. 
3 5 - 7. 5 4 (m. 7H), 8.5 3 (s, 1 H) 

mm&\3 2 : N— (4- ([7- K>22k±±>j - 6 -y h^v-4-^7^/ 
U_^ikj - 2 -^dd7x-;|/) -n' -yphr^^lxT 

4- {[7- (^>v?;U:**i» + 
-2-^PD7-'J> (12. 2g) £fc7K*an#;UAfc:Jg#Ufc&. h'Jl 
^;U7 5> (8. 4ml) £igiDLSfiT»#Lfc. #K«7K?nm*;UA (1 
2ml) l:hU*xy> (4. 5g) «JgffLiS&tt'f> «TLfc. S1T2 0 
#jf#Lfc&, n-7nfcMU7S> (4. 9ml) £JD;L£. gjST£btClH3 
Rlfflt*^-r 5 1 £ fiH##tfrffl Lfc. d <Z>ia#:£M L * □ 0*MT^§t5 1 
$tB<Dit^tfi9. 4g$5*lfc. JRsf56 3 *. 

'H-NMR (DMSO-ds, 4 0 0MHz) : 6 0. 91 (t, J = 7. 3H 
z, 3H). 1. 4 4 - 1. 5 0 (m, 2H), 3. 0 6- 3. 0 9 (m, '2H), 
3. 98 (s, 3H), 5. 35 (s, 2H), 6. 97-7. 01 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 3 7 - 7. 5 7 (m, 
9H), 8. 20 (d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 
iiMJ 3 : N-{2-^Da-4-C(7-bKa4 1 v-6-yh^->-4-^ 
j->/<J-)l) 7iZ)H - N ' -7°nE)UVU7 
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N- (4- {[7- (^>5>;M-*S/) -6-* h^^-4-^^->/U-;U] * 
-2-^DD7i-;W -N' -^Otr^UT (42. 2 g) £ HJ 7 
;U*pM (2 0 Om 1 ) ;**>7JU*>& (11. 1ml) & 

$4DL1 0 0t;T4l$ra«#Lfc o Mt^BSLhy7;U*niHK£«JESSL 

*»«T3 0i*aiLfc. *«*»ttKT+W"r*tHfr*««faiUfc. astute 

<D<t&VQ2 0. 7 gitfenfc, iK^6 0%, 

'H-NMR (DMSO-d 8> 400 MHz): 50. 91 (t, J = 7. 3H 
z, 3H), 1. 4 2- 1. 4 9 (m, 2H), 3. 0 6-3. 17 (m, 2H), 
3. 84 (s, 3H), 6. 65 (s, 1H). 7. 03 (m, 1H), 7. 14 (d 
d, J = 2. 7Hz, 9. 0Hz, 1H), 7. 20 (s, 1H), 7. 35 (d, 
J = 2. 7Hz, 1H), 8. 05 (s, 1H), 8. 14 (dd, J = 2. 7H 
z, 8. 8Hz, 1H), 8. 1 9 (s. 1 H) 

»mm3 4 : 6, h*i'-4-*1-Vn> 

2-7S/-3, + (2 0. Og. 94. 8mm 

o l) l:*;i/A7S K (1 5 0ml) ^Mt. 8. 5 mm 1 6 OtlcMLf;. 

EJfc»*?friPft. 3iiU t#btlfcM^7j< (10 0m lx 20) TjSfe^Lfc. 

«5»Ufc«:lRS:»JET«*ILTBWttft 1 7. 85g, W91. 5%THfe. 

'H-NMR (DMSO-ds, 4 0 0MHz): 54. 0 1 (s. 3H), 4. 0 

2 (s, 3H), 7. 1 4 (s. 1H), 7.34(s , 1H), 7. 61 (s, 

1H), 7. 9 7 (s, 1H) 

gtigffJ3 5 : 4 -7 00-6, 7 -i?*h*F ! s*1-*/V> 

6, 7-y^h + y-4-WD> (5 0. lg. 0. 2 4mol) 

(2 5 0ml) *cfc^*->ififk'J > (2 5 0m l =4 1 2. 5 g« 2. 
6 9mol) &MT12 0tT-lHrWlit. £ifi£i??&SP&, Ml£Ti®#J 

©^•*^k'j>se*L. sa**7K(i o o omi) ca^oD^A (i 

0 0 0ml) £Jna.fc. 2 0X#Kft:fHJ£AT*Ji©pH*6. 5fcH3SU 
Wrafl«!:*Ji£#8£L£. #fi£L£M«£7j< ( 1 0 0 0 m 1 X 6 0) 
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T. 8HthU-)A«LfcE «EE»*Lfc. Mi:fh7kHD77> (4 

7 0ml) £#Q;iM^U -5t: 10tS»U ftffl • 

$3 8. 5g. 4%.r#fc. 

'H-NMR (DMSO-di, 400MHz):<54. 09 (s, 3H). 4. 0 
9 (s. 3H), 7. 14 (s. 1H), 7. 34 (s ,1H), 7. 61 (s, 
1H), 7.9 7 (s, 1H) 

MtSHM 36 : 4 - ;7 □ □ - 6 , 7 - ypt y^f/U > 

6, 7-y7h + y-4-+t>7D> (10. 0g, 48. 5mraol) Ch 
;UX> (10 0ml) &£Zf**i/mt l ) >(7. 4 g, 48. 6mmol) $ 
fiHATl 2 CCT6. 5»M«»Lfc. M£T?m*P«, jlti^U h;i/X> (1 
0 0ml, 5 0m 1 ) WLT, fcjftU @#J^£ 1 1. 5g. i&^9 1 %T 

jjjgffUJ 7 : 4- (4' -7$ 7 - 3 ' -£□□) -7x/^y-6, 7-v^ 

4-7S/-3-^do7i/-«I (14. 6g, 8 1mmo 1) C* 
»flS±HJ£A (8. 5g, 0. 2 lmo 1 ) 43ck^7K (90ml) 
St, 4-i?nD-6, 7-y7h + y+t l /U> (12g, 5 3mmol)& 
.fclM^Xf^fr h> (2 2 5ml) £JQ*.T, 2P*|BBl»ELfc. S^*^ 
5 0*C ^ (5 0 0ml) (5 0 0ml) £flD;LT 

A (2 5 0ml) £*Q;L. 10»»lfcE #&Lfc. ftS*lfc*»Ji*» 
MSf&fc. 8litC^^/-;i/ (50ml) £flD;L 3 0 #M#L£ 
ttiS • £i;*ILTge<J#l£ l 5. 6g. W8 5%t|fc. 
'H-NMR (DMSO-cU 4 0 0MHz) : 6 3. 9 5 (s, 3H), 3. 9 
7 (s, 3H), 5. 33 (s, 2H), 6. 85 (d. J = 8. 8Hz, 1 H), 
6. 98 (del, J = 2. 8Hz, J = 8. 8Hz, 1 H), 7. 20 (d, J 
= 2. 8Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1H), 8. 53 (s, 
1H) 

jjjiff]3S : 4- (4' -7S/-3' -£□□) -7x^y-6, 7-ypt 
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4-7$y-3-i'OD7xy-Mt (1. 3g, 7. 2mmol) C2 
0%&mti-bVOA*®m (3. 5ml) £cfctf7k (2ml) *lniAig»$-fr. 
4 6 , h + 2/+^-»/U> (0. 8g, 3. 6mmo 1 ), i7 □ 

P*;PA (6m 1 ) *5 < ti^T-h77'^;U7> ; E-^AyDS H (0. 5 8 g> 1. 
8mmol) SrjtoAT. 2 ftMgffi Lfc 0 ^OO^UA (10 

ml) £«fctf7K (10ml) £JD*T 1 0#mfl!#Lfc«, ^TMA^tKM^^Mc 
Lfc. ^Lfe7K^*H{3^oo7fs;UA (10ml) 10»j*Lfe 
ft, #il£L£. ttSftfrftlJI&MEattU M£f#fc„ «2SH^^/-;u (2 
ml) £Jo*3 0#H8K#Lfc&, *ii-ttjiLTiAM&*l. 0g,' 11*8 3 

CTffJl : N- (2, 4- s J7)Vjrui>*J)V) - N ' - (4- [(6, 7 -5^ 

4- [(6, 7-v 5 / h4y-4- + /U)W -2-7MD7^U> 
(1 0 Omg) £h;i/X> (5. 0ml), h'JX^75> (1. 0ml) Him 
S»»tfLfcfc, (1. 0ml) MLfcl>U*xy> (10 3 

mg) *J0AT3^MlHUIftaaELfc. #£2, 4-y7Wn^>yH5>(5 
4mg) ^JP^.T, $5[;5H&WIiLfc. RJK*CISlPi»K**^ h U 

/i) 7?jg§Bf**>'j*y;p^oTh^7 7^-Jwj;»3i»8!iL, mmmt^mit 

1 2 3mg, «8 0 

'H-NMR (CDC 1,, 4 0 0MHz) : 5 4. 0 2 (s, 3H), 4. 03 
(s, 3H), 4. 47 (d, J = 5. 9Hz, 2H), 5. 7 8 - 5. 9 0 (m. 
1H). 6. 46 (d. J = 5. 4Hz. 1H), 6. 7 4 - 6. 9 9 (m, 4H), 
7. 0 3-7. 1 4 (m. 1H), 7. 3 5 - 7. 4 4 (m. 2H). 7. 50 (s, 
1H). 8. 16 (t, J = 9. 0Hz. 1H), 8. 47 (d, J = 5. 1Hz, 
1H) 

ff*##HI (FD-MS, m/z) : 4 8 3 (MO 
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IMMj : N- {4- [(6, 7 -i?* LUU) :f*->] - 2-7 

-N' - (2-7Maif^) frU7 
4- [(6, 7-->** h*v-4-*y ij;W -2-7J^07^'J> 
(1 0 Omg) £Ml>x> (10ml), MJX3SIU75> (0. 5ml) Kin** 
»A¥Lfc&, ->*^7DO^^> (l. Oml) IMUch'J*X^'> (4 7mg) 
SJPAT5 5MHHjnJfta*Lfc. ^l:St2-7Mni5 1 ^7$> (4 2mg) 

»ffiT£#«:SSLTf&e>n;fc8££, 7nD^A/7th> (2/1) TJI 
WT5^U*y;P^nTh^77^-t«fcO«»IL» 3EH®ffc£*£9 3mg, 
JK^7 2%Tf#fc 0 

'H-NMR (DMSO-d,, 4 0 0MHz) : 53. 4 0 (m, 1H), 3. 4 
7 (m,lH), 3. 93 (s, 3H), 3. 95 (s, 3H), 4. 42 (t, J 
= 4. 9Hz, 1H), 4. 54 (t, J=4. 9Hz, 1H), 6. 51 (d, 
J = 5. 4Hz, 1H), 6. 88 (m, 1H), 7. 05 (m, 1H), 7. 28 
(dd. J = 2. 7Hz, J = ll. 7Hz, 1H), 7. 40 (s, 1H), 7. 
49 (s, 1H), 8. 21 (m, 1H), 8. 47 (br, 1H). 8. 48 (d, 
J = 5. 4Hz. 1H) 

(ESI-MS, m/z):404 (M'+l) 

mmm3:N- u- c(6, 7-5?* -2- 

7;M-a7x-;H - N ' - frUT ' 

4- [(6. 7-v* h*^-4-*/ U^) -2-7M07Z'J> 
(10 Omg) & hJH>(5ml), hUlWSXlml) £«#Lfc&» 
^□□^^XC^Ufc h U*xy> (10 4mg) £j&n*.T'J7 7>y?X£ 

truv> (40/i 1) sjox., nojRa8e*2ifiiwLfc. RjKfcKttsiftie**?- 

MJtfAfciSifc (1ml), £ A (2m 1 ) Sin*.^ V«7±K:fii#U 

*nn*;UAT*fittlLfc. «ETiSli*a*LT#5nfc3a**. ^do^I/A 
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aH®<b£tt*l 2 6mg, JR$8 8!*Tf3fc. 

'H-NMR (CDC 1,, 4 0 0MHz) : 54. 07 (s, 3H) ,4. 09 (s, 
3H), 4. 61 (d,J = 5. 4Hz, 2H), 6. 4 0- 6. 5 0 (br, 1 
H), 6. 61 (d, J = 5. 9Hz, 1H), 6. 92-7. 01 (m. 2H), 
7. 21-7. 25 (m, 1H), 7. 36 (d. J = 7. 8Hz, 1H), 7. 
56 (s, 1H), 7. 6 8- 7. 7 8 (m, 2H), 7. 75 (s, 1H). 8. 
2 7 - 8. 3 4 (m, 1H). 8. 49 (d, J = 6. 1Hz, 1H), 8. 55 
(d, J = 4. 1Hz, 1H) 
Hfcfl-flHi (FD-MS, m/z):44 8 (MO 

mmm4 n-tu^-n' - {4- [(6, 7y^h^->-4-^;'j^) 

4- [(6, 7-y^^^-4- + yjJW - 2 -7 )\,*a7 -V > 

(1 0 Omg) £ h;UX> (5ml ), HJx9\il-7$> (1ml) \Z®MLtzm, 
iS?an*?>\zmBLfzb , )fcZ'r> (I0 4mg) £Sn;t, inSKtigSK* Sfl- 
fflLfc. '4z\Z7V)V7S.> (2 2mg) £riPx.T. $ £ HflP&M£ 4 ftffl Lfco 
S*atfCte?D«aS7lc*^- H 11 (lml), ^pptInJI/A (2ml) "£;&P 

7c8s££, ?DD*;UA/7-fe h> (2/1) "CJRWr5->'J*y;i/^OTh^ 
5!7w-C«fc0tt§3U SSOft^S 1 2 5mg. iR$9 8%Tffc t 
'H-NMR (CDC 1 } , 4 0 0 MH z ) : 0 3. 91-3. 96 (m, 2H), 

4. 06 (s, 3H) ,4. 09 (s,3H), 5. 14-5. 20 (m. 1H), 

5. 2 6 - 5. 3 3 (m, 1H), 5. 5 8 - 5. 6 6 (br, 1H), 5. 86 
-5. 98 (m, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88-7. 
01 (m, 2H), 7. 23 (s, 1H), 7. 55 (s, 1H), 7. 66 (s, 
1H), 8. 2 6 - 8. 3 3 (m, 1H). 8. 47 (d, J = 5. 9Hz, 1 H) 

mmfttirm (fd-ms, m/z) : 397 (mo 

IWJ5 : N— (4-r (6, b*i/-4-*J 'J )V) **js}-2-7 

- N ' -7°U\i)l7\s7 
4-[ (6, 7-y/h + y-4- + ; i JJP) t*->]-2-7MD7-'J> 
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(1 0 Omg) £h;i/X> (1 0ml), HJX9MU7S > (2ml) IZfeffi Ltc 
v£ Lfc MJ**y> (104mg) Z1)UjtT5ftmtof& 

Mffibtz. #li7°ntf;i/7S> (2 9mg) ^DA, 4 o^r^niftjl^Lfc. £ 
^d^D^^Jc^^-hU^AyK^^Jp^., g^x^;i,Tffl£BLfcl£, Mx 

ZnnfrjiA/*? do/l) TIit5giyij*Wn7h^7 
7^-tCj;Dffi^L, SlOft^89mg, JK*7 1%T#£. 
'H-NMR (CDC 1,, 4 0 0MHz) : 6 0. 97 (t, J = 7.* 6Hz, 3 
H), 1. 5 5 - 1. 6 4 (m, 2H), 3. 2 4- 3. 2 9 (m, 2H), 4. 0 
5 (s, 3H). 4. 06 (s. 3H), 5. 11 (t, J = 5. 4Hz, 1H), 
6. 51 (d, J = 5. 4Hz. 1H), 6. 7 4- 6. 7 6 (m, 1H). 6. 
91-6. 99 (m, 2H), 7. 48 (s, 1H), 7. 52 (s. 1H), 8. 
18-8. 23 (m, 1H), 8. 49 (d, J = 5 . 6Hz, 1 H) 
Kfi^-WM (FD-MS, m/z): 3 9 9 (M') 

^iSffJ6 : N— (4- C(6, 7 -V* h*x-4-*7 'J;P) ^-^x] -2-7 

Mn7ii;Pl — N ' - our 

4- [(6, 7->7h + y-4- + ;UM ^y] - 2-7MP7^U> 
(lOOmg) ?:hJH> (6ml), h 'J X3MU7 $ > ( l . 0ml) dDli§ 

fi?L£&, v^pd/^> (l. 0ml) Kigfi?L/!: h D**y> (1 0 4mg) 

£iP;iT 5 ft?a]tiQ$kMiMLfz<, &\Z 

4-7MD7'W5>l|iI (5 5mg) £JP;tT, £ b IC 2 flt&IM-fcM 

Ltz. Kfcmzffiftmm7mj-h<)'yA*mm$:i}nA, ^□□^ATttttiu 

^□□^;UA/7-fe h> (2/1) Trim-/UiJv->^D7h^ 

'H-NMR (CDCh, 4 0 0MHz): 3 1. 6 6 - 1. 8 7 (m, 4H). 

3. 3 3- 3. 4 0 (m, 2H), 4. 04 (s. 3H). 4. 05 (s, 3H), 

4. 44 (t. J = 5. 6Hz, 1H), 4. 56 (t, J = 5. 7Hz, 1H), 
4. 90 (t, J = 5. 7H, z, 1H), 6. 4 8 - 6. 5 2 (m, 2H), 6. 
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9 3 - 7. 0 2 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H). 8. 
15 (t, J = 8. 9Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 

nmfttirm (fd-ms, m/ Z ) : 4 3 1 (mo 

: N- {4- [(6, 7-y* h^^-4-^/U^) -2-7 
Ma7xzjM - N ' - (2-7W-;)/) frt^7 

4- [(6, 7-x^ b*->-4-*y U;U) -2-7;U^P7-'J> 
(1 5 Omg) £7PP*;PA (1 Oml), HJX3^75> (2ml) 
U v^on^^>{c^LfchU*xy> (15 6mg) £Jn;LT 1 0 flfaljJD 

^MLfeo ^:H7°o/i;i/^;i/75 > (5 3mg) £jta*_T, $ e>fi3 o#r B l2ra 

ffiU 7PP*;UAjf £&7kM:b MJ7ATi$^L7Co MffiTf§*S£§£ LT 
#£>n£SI££, 7PP*;UA/7"fe h> (2/1) TJl^f-5vU*y;i/70 
T h^77-/ -Cct OH®! U il(Z)ffc^l6 4rag, iR^8 7%Tt#7t. 
'H-NMR (DMSO-d,, 4 0 0MHz) (5 2. 4 9 - 2. 5 1 (m, 1 H), 
3. 9 0 - 3. 9 5 (m, 8H), 6. 52 (d, J = 5. 1Hz, 1H), 6. 
8 9 - 6. 9 2 (m, 1H), 7. 0 4- 7. 0 6 (m, 1H), 7. 26-7. 
29 (m, 1H), 7. 39 (s, 1H), 7. 49 (s, 1H), 8. 16-8. 
2 0 (m, 1H), 8. 4 6 - 8. 4 9 (m, 2 H) 

3lMffJ8 : N— (4 - [(6, 7 -y* b*i/-4 J jJjU) -2-7 

MD7x-;H -n' 

4- [(6, 7 -i?* h*->-4-*/ U;U) - 2 -7^:tP7x'J > 

(lOOmg) $hiH> (8ml), h U X3SU/7S > ( 1 . OmDIcJO^ 
SILfcf^ Ml/X> (1. Oml) \Z®ffiLfzht)*7>7> (47mg) £Sn;i 
T5#F B lM*ML7c 0 ^(C^X^;U7^> (6 Omg) ^UUplX, £££5 
P#F B WDSAM^L/to SJt^^^P^^JcmT-h'J^A/Kigf^^SDA. Mx^;U 
TiitfJU ^X^JH^*7j<{i!f^^hU7AT^L7Co Ml£Ti&$&S3cL 
T^ftfcgg^. ^oo*W7th> (2/1) TH^-r^^U*^^ 
PT h^^7^-(C c fc(9^$S!L. Sl<D^«7 0mg. W5 3%Tf#fc. 
'H-NMR (CDC 1 j, 4 0 0 MH z ) : 51. 21 (t, J = 7. 3Hz, 3 



WO 00/43366 



PCT/JPOO/00255 



" 53 - 

H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 
64 (br, 1H), 6. 55 (d, J = 5. 6Hz, 1H), 6. 89 (dd, 
J = 2. 7Hz, J = ll. 2Hz, 1H). 6. 97 (m, 1H), 7. 26 (b 
r, 1H), 7. 54 (s, 1 H), 7. 62 (s, 1H), 8. 28 (t. J = 9. 
0Hz, 1H), 8. 47 (d, J = 5. 6Hz, 1 H) 
nmttmi (ES I -MS, m/z) : 3 8 6 (M*+ 1) 

mmm9 ■. n-^^-n' - (4- [(6. 7-v* h^v-4-*/ u;u) a- 

4- [(6, 7-v* - 2 -7Jl/^P7^U > 

(lOOmg) 5h)H> (8ral), hUx^;PT5>(l. 0 m 1 ) fljDf^ 
h)UJi> (1. Oml) (C^LfehU*7>y> (4 7mg) £SnA 
TSftffltommtiiiLfzo mz1?-)\,7^> (80mg) £blC5ll#p B 1 

mmm^Ltzo fcmmzmftmwmi-b'jo&ymmzmz.* mm^j^m 

t>ntzf$£Z. >7UU*)\,k/7-th> (2/1) TSUI'S x'J#y;l^nv 
bifyy^-\Z^K)mmL, tiOfb^^l 1 7mg, M8 1 %T'&fz. 
'H-NMR (CDC 1 j, 4 0 0 MH z ) : 50. 94 (t. J = 7. 3Hz, 3 
H), 1. 40 (m,2H), 1. 55 (m,2H), 3. 29 (dd, J = 7. 1 
Hz, J = 12. 9Hz, 2H), 4. 06 (s, 3H), 4. 09 (s, 3H), 
5. 72 (br, 1H), 6. 56 (d, J = 5. 9Hz, 1H). 6. 88 (d 
d, J = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (d, J = 9. 0Hz, 
1H), 7. 33 (s, 1H), 7. 55 (s, 1 H), 7. 65 (s, 1H). 8. 
30 (t, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 9Hz, 1 H) 
nmftVrm (ES I -MS. m/z) : 4 14 (M'+l) 

^iSfifflJl 0 : N- (sec-7^MU) -N' - {4-f (6, 7 -y^ h^x-4- 
±V_LLikj ^yl-2-7il/ta7x-;H frU7 
4-[ (6, 7 h*^-4-*/ ij;U) ^y]-2-7MD7^U> 
(lOOmgh £^OP*;UA (5ml), hUX^7S> (1ml) IzmM 
Ltz'fc. iS?nn*$>izmBLfz b 'J*7.y> (10 4mg) &to7LT5ttffl 
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tnf&MffiLrz. WZs e c -7^75 > (48//1) ZttoX* 10»|SI 
1 7mg, W8 9%"Cl#fc 0 

'H-NMR (CDC 1 4 0 0MHz) : 6 0. 95 (t. J = 7. 6Hz, 3 
H) ,1. 18 (d,J = 6. 6Hz, 3H), 1. 4 7 - 1. 5 5 (m, 2H), 
3. 7 9 - 3. 8 9 (m, 1H), 4. 04 (s, 6H), 5. 28 (d, J = 8. 
1Hz, 1H), 6. 48 (d, J = 5. 4Hz, 1H), 6. 8 9 - 6. 9 8 (m, 
2H), 7. 08 (d, J=2. 7Hz, 1H), 7. 42 (s, 1H), 7. 51 
(s, 1H), 8. 2 0 - 8. 2 4 (m, J = 9. 0Hz, 1H). 8. 48 (d, 
J = 5. 4Hz, 1H) 

nmftVrm (ESI-MS, m/z) : 4 1 4 (M'+ 1) 
MlfcMl 1 : N — { 4 - f ( 6 , 7-v* h^->- 4 -^7 'J )V) ^^'>1-2- 
7MD7i^} -N' -< 

4-[ (6, 7 -v* h^y-4- + ;UJW 2 -7;P^P7^U > 

(1 0 Omg) 5i7DP^A (5ml), h 'JX^;U75> (1ml) \Z®ML 
fz'ik. y?oo^^>|;jg)|UchU^y> (104mg) £Jn;LT 5 ftf^Jn 

mmmbrzo &\z^ 773^7$ > (sown £anA, i o^mmm^Lrzo 

£jfo?i££7 0P*;i/A/7-fe h> (4/1) TJifiTS -> U £^>7 nT f> 7*7 

'H-NMR (CDC 1 ,,4 0 OMHz) : 6 0. 9 4 (d, J = 6. 6Hz, 6 
H), 1. 7 7 - 1. 8 4 (m, 1H).'3. 10-3. 13 (m, 2H), 4. 0 
3 (s, 3H), 4. 03 (s, 3H), 5. 58 (t, J = 5. 4Hz, 1H), 
6. 47 (d, J = 5. 4Hz, H), 6. 8 8 - 6. 9 7 (m, 2H), 7. 1 
8 (s, 1H), 7. 41 (s, 1H). 7. 50 (s, 1H), 8. 18-8. 2 
3 (m, 1H), 8. 48 (d. J = 5. 1Hz, 1 H) 

SiM (ESI-MS, m/z):414 (M*+l) 
CTflU 2 : N — {4-f (6, 7-y* h^->- 4 U ;i/) 2 - 

- N ' - (1, ^7 1/7 
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4-[ (6, 7 -is* h*~>-4-*/U;P) t+i/]-2-7;^D7zU> 
(lOOmg), Sr^DD^I/A (5ml), HJx?;P75> (1ml) Izfeffi 
Vfz'&, ^DD^^>|;l^tf c hij^y> (4 7mg) ^IMplXZQM 
MTft#L£. &tCl, 2-y^fJ^D^75> (5 5 // 1 ) £Jn;5L 1 

7±h> (2/1) TM^T^xU^y^^oT h^^7><-(;ckt)*I^L, « 
il£>fc-&ti£8 9mg, «6 5%Tf§£. 

'H-NMR (CDC 1 4 0 0MHz) : 5 0. 93 (d, J = 2. 2Hz, 3 
H), 0. 95 (d. J = 2. 4Hz, 3H), 1. 14 (d, J = 6. 8Hz, 
3H), 1. 7 2 - 1. 8 0 (m, 1H), 3. 7 6- 3. 8 4 (m, 1H), 4. 
04 (s, 3H), 4. 05 (s, 3H), 4. 91 (d. J = 8. 5Hz, 1H), 
6. 48 (d, J = 5. 4Hz, 1H), 6. 74 (d. 3=2. 9Hz, 1H), 
6. 91-6. 98 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 
8. 18-8. 23 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1 H) 
Ii»«Tl (ESI-MS, m/z):42 8 (M'+l) 

^mmiAjJLz { 2 -5UU-4- [(6, 7 -is* h^->-4-^yj;i/) 

2-/7od-4-[(6, 7-vpt h*->-4-*/ >j;u) 7I'J>(1 
0 Omg) $r^on^;i/A (7. 5ml), h »J X3MU7S > ( 1 m 1 ) 

felt. ?unfc)i>AizmMLtz h ij**y> (9 9mg) ^jbo^T. tammm* 

5$HWLfc. ^{Cn-7'Ptf;U7 5> (2 1mg) £jjn*_T. $e>ICJOl»ii8K«: 
2^Lfe.S^(IgSfP^7K^h'J^A7KM$iJD^^^y^±{I^L, 

/**/-;K8/l) TJi^rs^'J^y^^nT haf^-f-fcJjOHMBU 

'H-NMR (CDC 1,, 4 0 0MHz): 60. 99 (t, J = 7. 3Hz, 3 
H) ,1. 5 8 - 1. 6 5 (m, 2H), 3. 24-3. 31 (m, 2H), 4. 
04 (s. 3H), 4. 05 (s, 3H), 4. 94 (t, J = 5. 9Hz, 1H), 
6. 48 (d,J = 5. 1Hz, 1H), 6. 77 (s, 1H), 7. 11 (dd, 
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J = 2. 7Hz. 9. 0Hz. 1H), 7. 21 (d,J = 2. 7Hz, 1H), 
7. 43 (s, 1H), 7. 52 (s. 1H), 8. 27 (d, J = 9. 0Hz, 
1H), 8.5 0 (d,J = 5. 1Hz, 1 H) 

ll»##rffl (FD-MS, m/z) : 4 1 5, 417 (M*) 
MMMl 4:N-{2-^DD-4-f(6, 7 - h^v- 4 / U ;U) 
xf-^->17x-;U} -N' - (4-7JI/ta-2-^fJl/7i-^) frl/7 

2-*nn-4-[ (6. 7-v* 4 -3V U ;U) t+y]7^'J> (1 

22mg), ££dd*;1/A (10ml), HJx?MU75> (1ml) (C^L 
Tz'&, i/Zuu*5>>\zmMLtzYV*7,>?> (llOmg) ZlBXTZOftm 
■£U~cm.WLtz> XlZ4-7)l*n-2-*3 L )\,7-V> (1 2 6/z 1) 

nrzmzz, vuu-fc)\,K/7*.v> (2/1) T-mffl-rzi/vtit-ivzu-? h 

fyyj-iZ&Qmmb. £m<D<t£V>)Zl 4 2mg. «7 9%-cmtz, 
'H-NMR (CDC 1 3 , 400MHz) : 6 2. 3 7 (s, 3H), 4. 0 4 (s. 
3H), 4. 04 (s, 3H), 6. 31 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 6. 9 7 - 7. 0 6 (m, 3H), 7. 11-7. 14 (m, 1H), 
7. 19 (d, J = 2. 7Hz, 1H), 7. 41-7. 44 (m,'2H), 7. 
50 (s, 1H), 8. 35 (d, J = 9. 0Hz, 1H), 8. 50 (d, J = 
5. 4Hz, 1H) 
KMMfffi (ES I - MS, m/z) : 4 8 2, 4 8 4 (M'+ 1) 

mmmi 5 : n- (5-7'p ; E-6-^^;u-2-eu> ; ;u) -n' - {2-0 
□ □-4-r (6, 7 h^v-4-^y u;u) ^-^->i7x-;u} ^1^7 

2-*DD-4-[(6. 7-->** h*~>-4-*y \))V) **i/)7-<)> (1 
22mgK £^od*JUA (10ml), h'Jx5 1 ;P75> (1ml) f;:igfl?L 
y^DD/^>l:^U;hU*xy> (1 lOmg) £Jn;LT 3 0 #Pe1 
ISTl^lfc. #K6-7^/-3-:/n*:-2-*^trUv> (2 0 8m 

g) £in;i, 2«s«Lfc„ Kmwuzt? y-juzto^ mjzrmmz 

glkLTftibtlfzmZZ. 9Un*)lA/7llb> (2/1) TlitSyU* 
y;i/^OT h^^-KcfcOftSIU mmmtSmZl 5 5mg, iR$7 7% 
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'H-NMR (CDCl^OOMHz): 52. 69 (s, 3H), 4. 06 (s. 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 56 (d, J = 8. 5Hz, 
1H), 7. 14-7. 17 (m. 1H), 7. 30 (d, 3 = 2. 7Hz, 1H), 
7. 44 (s, 1H), 7. 53 (s, 1H), 7. 75 (d, J=8. 5Hz, 
1H), 7. 93 (s, 1H), 8. 49 (d, J = 9. 0Hz, 1H), 8. 52 
(d. 7 = 5. 4Hz, 1H), 11. 9 2 (s, 1 H) 
KS^-tffM (ESI-MS, m/z): 54 3, 545, 547 (M' + 1 ) 
6 : N- [2-^PD-4-r (6, 7 - h^->- 4 -^7 'J ;U) 
^-^->17x-;P} — N ' - (5 2 -bf'Jx;!/) frU7 

2-/7DO-4-[ (6, 7-9* h*~>-4-*/'j;U) ^v']7-'J> (1 
22mg), £^od*;PA (10ml), HJX^;P75> (1ml) KjgflfL 
tz&, ^DD^^>l;^U;MJ^y> (llOmg) £jta*.T 3 0 ftffl 
MTit#Ufc. *C2 -75/- 5 -*DDt;U5» (14 3mg) £inA, 

^OD*W7th> (2/1) •p»it5^'J*Wo7h 
^77^-11^(3^1, *«©{fc^«€l 4 8mg, JR¥8 2fcT»fc. 
'H-NMR (CDC 1 4 0 OMHz) : d 4. 0 6 (s, 3H), 4. 0 6 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 95 (d, J = 8. 8Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 31 (d, 3 = 2. 7Hz, 1H), 

7. 44 (s, 1H), 7. 53 (s, 1H), 7. 6 4- 7. 6 7 (m, 1H), 

8. 28 (d, 3 = 2. 7Hz, 1H), 8. 5 0 - 8. 5 3 (m, 2H), 8. 
9 2 (s, 1 H), 12. 11 (b r s, 1 H) 

Kfifl-UHt (ESI-MS, m/z) 485, 487, 489: (M' + 1) 
Hlfififlill 7 : N-(5-7 , a : E-2-b°'J> ; ;i/)-N , -{2-gaa-4-r(6, 

2-*DO-4-[(6. 7-v* h+y-4-+yj;i/) ^-+'>]7-U> (1 
22mg), Sr^np*;UA (10ml), MJX^7$> (1ml) (Crg^L 
fcft, y^noy^>i:ggLthiJ*xy> (llOmg) «:Jn*.T 3 0 #M 
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£UT®WLfco ^(C2-75/-5-7'o ; eeUi/> (19 2mg) £iD;t, 

tltzmZZ* ^7nn^JlA/7±b> (2/1) TmmTZi/V *y)lt7 h 
^57^— (C=kD*f§S!U glOM5l0 8mg. iR¥5 5%Tt#£ 0 
•H-NMR (CDC 1 1, 4 0 0MHz-) : 6 4. 0 6 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 80 (d, J = 8. 8Hz, 
1H), 7. 14-7. 18 (m, 1H), 7. 30 (d, J = 2. 7Hz, 1H), 

7. 45 (s, 1H), 7. 53 (s, 1H), 7. 7 7- 7. 8 0 (m, 1H), 

8. 15 (s, 1H), 8. 39 (d, J = 2. 4Hz, 1H), 8. 50 (d, 
J = 9. 0Hz. 1H), 8. 52 (d, J = 5. 4Hz, 1H), 12. 09 (b 
r s, 1 H) 

M*##rffi (ESI-MS, m/z): 5 2 9, 5 3 1, 5 3 3 (M' + 1) 
HMffll 8:N- {2-^aa-4-r(6. 7->?* h=ES/-4-=jyj;i/) 
^-^->17x-;i/} — N ' - (2-^Ft->7xZjl>) QU7 

2-/7 OD _4- [ ( 6f h^>-4-*/'JJU) **is]7->)> (1 

OOmg) 5:^do*M (10ml) KigfilU 2-^^->7i^JKVy 
7±-h (5 4mg) $:iD^T6 OX:T~-m®ftLtz<, Kfcmz * ? J - 
X, mf£T®m£13£l>Tm<btlfznZ$:, ^ao^;i/A/7-fe h> (6/4) 

rmmr^>'> i )ti^)u^n^h^yy^-izx<onmL, mmoitSM&i 1 1 

rag, JR^7 7 

'H-NMR (CDC 1,, 4 0 OMHz) : 6 3. 8 5 (s, 3H), 4. 04 (s, 
3H), 4. 05 (s, 3H), 6. 50 (d, J = 5. 1Hz, 1H), 6. 89 
-6. 93 (m, 1H), 6. 9 8 - 7. 0 3 (m. 1H), 7. 05-7. 10 

(m. 1H), 7. 14 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 23 
(d, J = 2. 7Hz, 1H), 7. 35 (s. 1 H), 7. 36 (s, 1H), 7. 
44 (s, 1H), 7. 52 (s. 1H), 8. 0 5 - 8. 0 7 (m, 1H), 8. 
34 (d, J = 9. OHz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H) 

nm^nm (E S I -MS, m/z) : 4 8 0, 4 8 2 (M'+ 1 ) 
Hjjffli 1 9 : N- { 2 -{7 □□ - 4 -r (6, 7-y^h^y-4-^;'Jj^) 
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2-*PP-4-[(6, 7-*>** K^.>-4-^y ^^ ]7 -ij> (1 
2 2mg) %t7nnts)U& (l 0m 1 ) (dig$U o_- hJKMVyTt- h 
(5 9mg) ZmiLTmi&r-®.mftLfca Kfomz*? ;-)l>$:to7L. MJ£T 

-x;i/^JPAfc. ffaiLfelg^^ML. Sjl<ZMt;&#£5 9mg. W34% 

'H-NMR (CDC 1 3> 4 0 0MHz) : <5 2. 3 8 (s, 3H), 4. 04 (s. 
3H), 4. 05 (s, 3H), 6. 22 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 7. 01 (s, 1H), 7. 11-7. 14 (m, 1H), 7. 18 
(d, J = 2. 7Hz, 1H), 7. 2 5 - 7. 3 5 (m, 3H), 7. 42 (s, 
1H). 7. 46 (d, J = 6. 8Hz, 1H), 7. 50 (s, 1H), 8. 37 
(d, J = 8. 8Hz, 1H), 8. 50 (d, J = 5. 1Hz. 1 H) 
mmfttiim (ES I -MS, m/z) : 464, 4 6 6 (M'+ 1) 
$kMM2 0:N-{2-^PP-4-r(6, / v- 4 U )V) 

^jy)y^-)l} - N ' - (5-^;i/-2-b: 0 Uv;U) frl^7 

2-^DO-4-[(6. 7-v* i J;W ^^^y-,^ (1 

22mg), £^pp*;PA (10ml), h'Jx^;U75> (1ml) IZMML 
tzfe. i/2nu*9>\zmMLtzhVfc7s¥y (llOmg) Zj]Q?LT30ftm 

m&rmwLfz. ^{c2-7$y-5-enu> d2 0mg) ^n*. 2B#r^ 

££> ?PP*)l/A/7-fe b> (2/1) TJI^TSv'J^^PT h^77 
^-(CctO^ML. mmvitSWZ 1 l 9mg, itX^6 9%Tf#fco 
'H-NMR (CDC 1 J( 4 0 OMHz) : 6 2. 31 (s, 3H), 4. 06 (s, 
6H), 6. 53 (d, J-5. 4Hz, 1H), 6. 76 (d, J = 8. 3Hz, 
1H), 7. 13-7. 1 6 (m, 1H), 7. 2 9 (d, J = 2. 7Hz, 1H), 

7. 43 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 54 (s, 1H), 

8. 00 (s, 1H), 8. 14 (s, 1H), 8. 52 (d, J = 5. 1Hz, 
1H), 8. 55 (d, J = 9. 0Hz, 1H), 12. 57 (brs, 1 H) 
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St»##rft (ESI-MS, m/z): 46 5, 467 (M'+l) 
mmm2 1 :N- {2-5uu- 4-\ (6, 7-v^h^v-4-^yij;i/) 
^->17x-;U} - N ' - 

2-2UU-4-{ (6, h+y-4-4 : yU;W ^x]7-U> (1 

22mg)> £?do*;|/A (10ml), hUx^;|/7S> (1ml) \Z®ML 
tz'&, ^DD^>!;|gLf;hij^y> (1 1 Omg) ^5n^T3 0^ 
^UXmWLtz. ^H6-75y-2-trn'J> (12 Omg) £in;i, 2 ^ 

w&xmtLtc. fcfomz*? j-ivzm?^ mmTmm^^Lxn intern 

^Do*;i/A/7-t!h> (2/1) TM^T£v'J£y;i^nvh^7 

^-fC^OMU McD{t^^7 3mg. ^$4 2%Tt#fc. 
'H-NMR (CDC 1 3 , 40 0 MH z ) : 6 2. 5 7 (s, 3H), 4. 06 (s, 
6H), 6. 54 (d, J = 5. 4Hz, 1H), 6. 66 (d, J = 8. 1Hz, 
1H), 6. 83 (d, J = 7. 6Hz, 1H), 7. 15-7. 18 (m. 1H), 

7. 30 (d, J = 2. 7Hz, 1H), 7. 44 (s, 1H), 7. 54-7. 
59 (m, 2H), 8. 36 (s, 1H), 8. 52 (d, J = 5. 1Hz, 1H), 

8. 57 (d, J = 9. 0Hz, 1H), 12. 45 (s. 1 H) 
StfifrtfHi (E S I -MS, m/z ) : 4 6 5 , 4 6 7 (M* + 1 ) 

^S#J2 2 :N- { 2 4 - T(6, 7 - h=E:>- 4 U;P) if 
7x-;i/{ - N ' - (4-/h^y7x-^) frU7jg&& 

2-*nn-4-[(6, 7-/^t-/-4-+yjjW 7x'J >(i 

OOmg) £^7Cm*;i^ (4ml) t^Lfc^, 4-/F + y7HMV 

ttiLM^Iiil, N-2-^PO-4-[(6, 7-->** h + ^-4-* 
y U;U) 7i^-N' - (4-y ^->7izW ^1/7^9 Omg, 

iR^6 7%T1#£. :HJ^^/-;Mmll;^iL-, 

'H-NMR (DMSO-d«, 4 0 OMHz) : <5 3. 73 (s, 3H), 4. 0 
3 (S, 3H), 4. 05 (s,3H). 6. 90 (d, J = 9. 3Hz, 2H), 
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6. 97 (d, J = 6. 6Hz, 1H), 7. 37-7. 41 (m, 3H), 7. 
62 (s, 1H), 7. 67 (d, J = 2. 7Hz, 1H), 8. 39 (d, J = 
9. 0Hz, 1H), 8. 49 (s. 1H), 8. 82 (d, J = 6. 6Hz, 1 
H), 9. 4 9 (s, 1H) 

mffiM2 3 :N- { 2 -^DD-4 -r (6, 7-y* h^ri/- 4 J *} )!/) 
tt->l7x-JH — N ' - (i-j-y^)i) 1)1/7 

2-^DD-4-[ (6, 7-v^ h + y-4- + yj;i/) **is]7-V> (1 
2 2mg) £^PDt1>;!/A (10ml) fcjgfiPU l-t7fJKVy7t-h 
(7 5mg) £SP;iT^ST--l!fcjt#L£. S^tl;*^ /-^SrAn*, MEET 

-7-)V*mXtz a tfrlilltlSUIlU %km<Dik£%}$: 1 0 5mg, W5 7 

'H-NMR (CDC 1 3 , 4 0 0MHz) : <5 4. 03 (s, 3H), 4. 04 (s, 
3H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 10 
-7. 13 (m, 3H), 7. 41 (s, 1 H), 7. 48 (s. 1H), 7. 55 
-7. 69 (m, 4H), 7. 8 8 - 7. 9 6 (m, 2H), 8. 15 (d, J = 
7. 6Hz, 1H), 8. 3 8- 8. 4 0 (m, 1H), 8. 48 (d, J = 5. 
1Hz, 1H) 

nmfttirM (ES I — MS, m/z) : 5 0 0, 5 0 2 (M'+ 1) 
»ffJ2 4 : N- (2, 4-y7WD7xZJ^) — N ' - (4- [(6, 7-y 

ttis} -2, 3-y7^7xrjH ^7l/7 

4- [(6, 7-y^h + y-4- + yjJW **>0 -2. 3-fy^^;U7n 
U>(7 10mg) *>7nu*s)lk (7ml) tCjgfllL*:^ 2, 4-i?7)U* 
□ 7x^Kyy7t-h (3 10^1) £ft];tTMAM£ 1 m®Ltc. tZ\ 

\z^m<Dji-^)v^m?i, mthLfcttm^^im^L, mmo^m^i 3 5m 

g. 1K$7 0 %Tt#fc„ 
'H-NMR (CDC 1,, 4 0 0MHz) : <5 2. 14 (s, 3H), 2. 27 
(s,3H), 4. 04 (s. 3H), 4. 06 (s, 3H), 6. 27 (d. J 
= 5. 4Hz, 1H), 6. 7 8 - 6. 8 9 (m, 2H), 6. 95 (s, 1H), 
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7. 03 (d, J = 8. 5Hz, 1H), 7. 10 (s, 1H), 7. 40-7. 
45 (m, 2H), 7. 61 (s, 1H), 8. 03-8. 12 (m, 1H), 8. 
4 6 (d, J = 5. 4Hz, 1H) 

mmfttfiM (FAB-MS. m/z) : 4 8 0 (M*+ 1) 
mmW2 5 : N- (4-f (6, 7-i>* ■**'s\-2. 
3-y/f^7xZJH — N' ~ (4-7^D-2-^fl7x-J0 

4-[ (6, 7-y7h + y-4- + y'JJW r**:>]-2, 3-v*3\II/7- 
U> (1 2 Omg) *>7UUT$s)\,k (1 0ml), MJX3 1 ;i'75> (1ml) \Z 
mMLfzW:, iS2un*2>\z®MLtch l )*zy> (11 Omg) £*DAT3 
0#MMT«#Lfc. ^tC4-7;i/^-P-2 -^W-iJ> (126/tl) 

LTt#<E>nfcS££, £*aD*;W*/**/-JI/ (9 1/9) TJllirf -5 -> U # 
Wo7h^7 7-f-l:«kt)»«L. Si©ft^*S16 0mg, W9 1% 

'H-NiMR (CDC 1 ,, 4 0 0MHz) : <5 2. 12 (s, 3H), 2. 22 (s, 
3H), 2. 25 (s, 3H), 4. 05 (s, 3H), 4. 06 (s. 3H), 6. 
24 (d, J = 5. 1Hz. 1H), 6. 33 (s, 1 H). 6. 42 (s, 1H). 
6. 9 4 - 7.0 3 (m, 3H), 7. 43 (s, 1 H), 7. 4 6 - 7. 5 5 (m, 
2H), 7. 60 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1 H) 

nmtttirm (ESI-MS, m/z) : 4 7 6 (M'+l) 
nnM2 6 : N— (4-f (6, 7-v* h*->- 4 U ;P) :fr*'>l-2, 
Z-z/*?)V7^-)V) — N ' - (3-7J^Q-2-/h^y7x^) »U 
7 

4-[ (6. 7-y/^y-4- + ;iJJW 2. 3-^*3\H/7r. 

U> (1 2 Omg) S^nn*;UA (10ml), h UX5M>7S > (1ml) K 
y^DD^/MLfch^^ (11 Omg) £*x.T3 
0#|H]MTi8#Lfc. ^C3-7Mn-o-7-yy> (132m 1) 

nzntzmzz. tuu*)ii±/ (91/9) Tswrs^'j^yju 
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*D-7h^77*-£«fcO»»UM©fl;£tt£2 3m g> » 1 3%Tf#£ 0 
'H-NMR (CDC 1 j, 4 0 0 MH z ) : 52. 15 (s. 3H). 2. 32 (s, 
3H), 3. 84 (d, J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s, 3H), 6. 28 (d, J = 5. 4Hz, 1H), 6. 7 2 - 6. 7 7 (m, 
1H), 6. 9 6 - 7. 0 9 (m, 3H), 7. 43 (d, J = 8. 5Hz, 1 H), 

7. 46 (s, 1H), 7. 60 (s, 1H), 7. 62 (s. lH). 8. 02- 

8. 05 (m, 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 

nmfttirm (es i -ms, m/z) 4 9 2 (m*+ d 

^MflJ2 7 : N- (5 -7D^E- 6-^^1.-2 -hfUv;U)-N'- (4 -r(6. 
7-y^hty-4-^7'J^) 2. 3-y7^7xZiH' 71^7 

4-[ (6, 7-~7* h + >--4-^/U;i/) **v]-2, S-v^^^T^ 
U> (1 2 Omg) £^ A (10ml), h'Jx5M!/75> (1ml) (I 

mmLtc'&, '770P^^>(c^LfchU^7y> (llOmg) £;bn*.T3 
O^P^STJft^L/i. #(c6-7$y-3-7Dt-2-^J|,tiU~>*> (2 
0 8mg) £}in;t. Kfcmz*? J-)\,*1&X, MJET 

M£@£LTt#btt££§££. ^□□^;i/A/ , ^^y-;i/ (91/9) nmm 
t5y'JijyWD7h^7^-l;J:0iSL M<ZMt£^£ 1 0 3mg, 
«5 2%Tt#£o 

'H-NMR (CDC 1 j, 4 0 0 MH z ) : 52. 1 6 (s, 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s. 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 1Hz. 1H), 6. 64 (d, J = 8. 8Hz, 1H), 7. 
04 (d, J = 8. 8Hz. 1H). 7. 44 (s, 1H), 7. 64 (s, 1H), 

7. 74 (d, J=8. 8Hz, 1H), 7. 91 (d, J=8. 8Hz, 1H), 

8. 29 (s, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 11. 30 (b 
r s , 1 H) 

nmfttirm (ES I -MS, m/z) : 5 3 7, 5 3 9 (M'+ 1) 
%mm2 8 : N- (5-7PP-2 — fcf U : J)V) — N ' - (4 - [(6, 
hty-4-4/'JJl/) :t*^3 -2, 3-y^fJ|/7xZJM 7U-7 

4- [(6, 7-y7h + y-4- + /'JJW -2, 2>-V^J-)VT~ 
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U> (3. 0 0 g) £y-DD*;UA (15 0ml), hUx^;U7 5> (6ml) 
\Z®MLtz'&, y^oo/^>|;jgj!pLfchij^y> ( 2 . 7 4 g) £jjn*.T 
tST3 0^rWLfc. ^(C2-75/-5-^ODe'Ji/> (2. 3 8 g) 

«t*inA» ^PP*;PATttttlL. ^PP^Ail*if7K»»^-hU^ATl£j» 
Lfeo aftET*«C*ff4LTfl6tlfcaS*, ^PP*;UA/^^y-;i/ (2 0 
/l) T«wr*->U*y;^nTh^7^-K:J:0l»«U Sfl0fc&tt& 

3. 4g, 7%Tf#fc» 

'H-NMR (CDC 1 3, 4 0 0-MHz) : 52. 16 (s, 3H), 2. 3 
8 (s, 3H), 4. 06 (s. 3H), 4. 08 (s, 3H), 6. 31 (d, J 
= 5. 4Hz, 1H), 6. 89 (d, J = 8. 8Hz, 1H), 7. 04 (d, 
J = 8. 8Hz, 1H), 7. 44 (s, 1H), 7. 6 2- 7. 6 8 (m, 2H), 

7. 90 (d, J = 8. 8Hz, 1H), 8. 23 (d, J = 2. 4Hz, 1H), 

8. 45 (d, J = 5. 4Hz, 1H), 8. 50 (s. 1H). 11. 23 (b 
r s, 1H) 

SMffi (ESI-MS, m/z):4 7 9, 4 8 1 (M'+l) 
mffiM29:N- (5-70^-2-^^/^) — N ' - {4-f(6. 1 -V 
* V* : s- 4 z*2JiM ^~^'>1-2, 3 -Vt^lll j^-)V\ iJUT 

4-[(6, l-i?*h*i/-4-*JV)\,) **is]-2, Z-is*?-)\,7- 
U > (1 2 Omg) J^OD^A (10ml), h 'Jx^7$> (1ml) \Z 
®mvtz&, ^DP^^>|;»«Lfchij^y> (11 Omg) £Jra;LT3 
0ftffl£UT?mWLtz. *l:2-7$;-5-^O^e'Jy> (19 2mg) £ 

an*, 2ftiw,MTtt#Lfc. settle ^^/-;usjn a. iETM^ssi 
x»e>ttfc«a£, ^□□*w^^y-^ 01/9) TjRurras/uay 

OX— f-;PT*Sil*#ftti*#a*L. »{t^*8 0mg, JR$4 1%T't# 

'H-NMR (CDC 1 3 , 400 MHz) : 5 2. 1 6 (s, 3H), 2. 3 8 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J = 5. 1 
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Hz, 1H), 6. 96 (d, J = 8. 5Hz, 1H), 7. 03 (d, J = 8. 
8Hz, 1H), 7. 45 (s, 1H), 7. 64 (s, 1H), 7. 75-7. 7 
7 (m, 1H), 7. 89 (d, J=8. 8Hz, 1H), 8. 31 (d, J = 2. 
4Hz, 1H). 8. 45 (d. J = 5. 4Hz, 1H), 8. 81 (s, 1 H), 
11. 17 (b r s, 1H) 

M#*rtt (E S I -MS, m/z): 5 2 3, 5 2 5 (M'+ 1) 
mmm3 0 : N- (4-f (6, 7-*J* h^>-4-^y'J^) 2. 
3-y7fJl/7xZM — N ' - (2-* ^->7xZJ» frlxT 

4-[(6, 7-->** K^->_4_ + y i J;I/) ^ i/] _ 2t z _;j^ )lT - 

U> (120mg) £2nu*,)lA (10ml) iz®mL> 2-^h^y7i~ 

Hv/7t-h (60m i) ztoz.T^UT—m®WLtzo Kmmiz*?;- 
: zz\\z£m<D3L-7-)i*iBxtco VTthLtzi&&&m%LL, gmoiitswiz 1 3 1 

mg, «$7 5%Tt#£. 

'H-NMR (CDC lj, 400 MH z ) : 6 2. 16 (s, 3H), 2. 32 (s, 
3H), 3. 81 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
25 (s, 1H), 6. 26 (d. J = 5. 4Hz, 1 H), 6. 85-6. 87 
(m, 1H), 6. 9 7 - 7. 0 7 (m, 4H), 7. 41 (d, J = 8. 5Hz, 
1H), 7. 44 (s, 1H), 7. 62 (s, 1 H), 8. 15-8. 17 (m, 
1H), 8.4 5 (d, J = 5. 4Hz, 1 H) 

»3##rffi (ES I -MS, m/z) : 4 7 4 (M'+ 1) 
H$jffJ3 1 : N- (4-f (6, l-i>* h^->-4-=fc/ :t*->l-2, 
3-y7f^7xZJM - N ' - (2-^^7x-Jl/) frU7 

4-[(6, 7-v* h*v-4-*/ \))V) **is}-2, 2-*J*7)V7=- 
U> (12 Omg) £^pd*;UA (10ml) KigflPU o_- hMHVv 

7:f— h (55m l) £Jn*.T£*ST— ift»L£o Si^tc^y-ji^n*., 
m<DJL-^)\/ZmXtz. WttiL7t!£JI£MU ilCf^ft^UOmg, iK 

$70 %rmz a 
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'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 12 (s, 3H), 2. 22 (s. 
3H), 2. 26 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
2 3 - 6. 2 8 (m, 3H), 7. 02 (d, J = 8. 5Hz, 1H), 7. 14 
-7. 17 (m, 1H), 7. 2 4 - 7. 2 9 (m, 2H), 7. 43 (s. 1H), 
7. 49 (d. J = 8. 5Hz, 1H), 7. 60 (s. 1H), 7. 63 (d, 
J = 7. 3Hz, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

Kfi##Hi (E S I -MS, m/z) : 4 5 8 (M' + 1) 
mMM3 2 : N- (4-^ao-2-/^7x-;i/) — N ' - (4-f (6. 
7-y^h^y-4-^yj^) ^^vl-2, 3 - y/^7xZ;i/l VlsT 

4-[(6, 7-y^h + y-4-^/'JiW **;>]-2, 3-v>*3\H/7X 
•J> (1 2 Omg) ££mDjfcjUA (1 0ml). h'JX^;U7$> (1ml) fc 
flMPLfcf*. y^OD/^>|;iiLfchiJ*X^> (1 1 Omg) &mZT 3 
Oftfflmi&Trm&Lfzo ^(34-^dp-2-^5 1 ;|/7- i J> (130/il) 4 

Hp A, 2&m&ffiTlft#Lfc. sj£i£ic**/-;i/£jbn;i, affTii^Sii 
T»£ttfc8S£«\ ^np^;UA/^^y-;u (9 1/9) TJRwrs*>>J*y 

MD7h^77^-l:J;^lL *jaoffc^«S 1 3 6mg, iR$7 5%f 

'H-NMR (CDC h, 40 0MHz) : 52. 14 (s, 3H). 2. 18 (s, 
3H), 2. 27 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
24 (d, J = 5. 4Hz, 1H), 6. 33 (s, 1 H), 6. 40 (s, 1 H), 
7. 03 (d, J = 8. 5Hz, 1H), 7. 19-7. 21 (m, 2H), 7. 
4 2-7. 4 4 (m, 2H), 7. 60 (s, 1H), 7. 65 (d, J = 9. 0 
Hz, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 

»*##rffi (ES I -MS, m/z) : 4 9 2. 4 9 4 (M*+ 1) 
mMM3 3 : N- {4-r (6, 7-y^C S^^-4-^y Ujj/) 2, 
3-y^f^7iZJM — N ' - ( 2 - fcf 'J ->MU) »7^7 

4-[ (6, 7-y7h + y-4- + /iJJW 2, 3-v^^7- 

U> (1 2 Omg) &£dd*M,A (10ml). HJX3MU7S> (1ml) tc 
**L/fc«. y^DO^^XcigjgLfe MJ*7,^> (11 Omg) £iD;LT3 
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oftm^i&Tmwbtz. *c2-7s; tru~>*> uo4mg) £2jd;l 
?nn*,)v&/*?;-)i (9i/9) Tii^T^->Ui7y;i/^PTh^^7^ 

'H-NMR (CDC h, 4 0 OMHz) : 6 2. 16 (s , 3H), 2. 41 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 32 (d, J = 5. 4 
Hz, 1H), 6. 9 2 - 6. 9 8 (m, 2H). 7. 04 (d, J = 8. 8Hz, 
1H), 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 6 7 - 7. 6 9 (m, 
1H), 7. 97 (d, J = 8. 8Hz, 1H), 8. 2 5 - 8. 2 7 (m, 1H), 
•8. 45 (d, J = 5. 1Hz, 1H), 8. 72 (s, 1H), 11. 77 (b 
r, 1H) 

HSMfffi (ESI-MS, m/z):44 5 (M'+ 1) 
mM&\34 : N — {4-f (6, 7-ypt h^v- 4 ;|/) :t*->1-2, 
3-/^7xZJH — N ' - (5-Xf^-2-lf'JyM U7 

4-[ (6, 7-v/> h*->-4-*/U;U) ^^v]-2, - 3 - v/^7- 
U> (1 2 Omg) £?PP*jl,A (10ml), HJX3\^75> (1ml) fC 
MLfc^. ->*£PP^>tCjg$L7c ><J*7,y> (11 Omg) £*n*.T3 

o^r^MTji^LTto ^(c2-7^y-5-tfp'j> (12 omg) zm*.. 
tifcg|££. ^pp^a/**/-^ (9i/9) TS^T^>->'J*y;u^p 

7h^77>f-CJ;i9iSl, il^i5l2 2mg, JR^ 7 2 %Tl#fc. 
'H-NMR (CDC 1 », 4 0 OMHz) : <5 2. 15 (s. 3H), 2. 28 (s. 
3H), 2. 39 (s, 3H), 4. 04 (s, 3H), 4. 07 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 90 (d, J = 8. 3Hz, 1H), 7. 
02 (d, J = 8. 8Hz, 1H), 7. 43 (s, 1H), 7. 45-7. 48 
(m, 1H), 7. 64 (s, 1H), 7. 9 9 (d, J = 8. 8Hz, 1H), 8. 
06 (d, J = l. 5Hz, 1H), 8. 44 (d. J = 5. 4Hz, 1H), 9. 
2 3 (s, 1H), 11. 7 7 (b r, 1 H) 
Mfkfttirife (FD-MS, m/z): 4 5 8 (MO 
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$mm3 5:N-{4-r(6, 7-y^ h^v-4-4V U;tQ ^^->1-2. 
3-'^Wxz;H -N' - (6-^5=-;u-2-tf'jyju) OUT 

4-[(6, 7-y^h + y-4-^UJW **'>]-2, 3-$>*3S>P7= 
U> (1 2 Omg) A (1 0ml), MJx?-;P75> (1ml) \z 

mffibtz'&, VP uu*f>\z$imL1th (11 Omg) £JDAT3 

0 ^ntlTll^l fc. ££6 -75 7- 2 -tfn U> (12 Omg) 

^□□*;UA/7-fe K> (4 0/6 0) TlitSy'J^m DTh 
^7 7*-lC«fc0tt«U *H©ft£f»«:6 4mg» iRS|S3 8 *Tfl&. 
'H-NMR (CDC 1,, 400 MHz): <52. 16 (s, 3H), 2. 4 4 (s, 
3H), 2. 54 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 61 (d. J = 8. 3Hz. 1H), 6. 
82 (d. J = 7. 6Hz, 1H), 7. 04 (d, J = 8. 8Hz, 1H), 7. 
44 (s, 1H), 7. 5 3 - 7. 5 7 (m, 1H), 7. 65 (s. 1H), 7. 
79 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 44 (d, J = 

5. 1Hz, 1H), 11. 7 6 (b r, 1 H) 
»»##rffl (FD-MS, m/z):4 5 8 (MO 

mMM3 6 : N — { 4 — [(6, 7-y* h*->- 4 'J ;10 *±jS\ -2, 
3->7f^7i-JU — N ' - (4-/Ft->7i^) 7U7 

4- [(6. 7-y^h + y-4-*/'J)l/) ***>]-2, 
U> (10 Omg) *tuu*)lk (4ml) 4-^h + y7i 

-M7y7t- h (6 0// 1) SmATSfiT-ftfiJtJLfc. MEETi£Jg£^ 

iPAx *TfflL&i5tJK£!85IJfijflU «I©^«&1 15mg, W7 8%Tl 
fc. 

'H-NMR (CDC lj, 4 0 OMHz) : 6 2. 0 2 (s, 3H), 2. 30 
(S.3H), 3. 76 (s, 3H), 4. 06 (s. 3H). 4. 12 (s,3H), 

6. 46 (d, J = 6. 3Hz, 1H), 6. 78 (d, J = 9. OHz, 2H), 
6. 91 (d, J = 8. 8Hz, 1H), 7. 39 (d, J = 9. OHz, 2H), 
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7. 67 (s, 1H), 7. 69 (d, J = 8. 8Hz, 1H), 7. 92 (s, 
1H), 8. 2 0- 8. 2 3 (m, 1 H) 

JI«##Tffi (ES I -MS, m/z) : 4 74 (M*+ 1) 
jMQ 7 : N- (2, 4-y7MD7i^) - N ' - (4 - [(6, 1 -V 
/hty-4-t/'J^) £*>J -2. 5-^^^7x-JH frU7 

4- [(6, 7-y7h + y-4- + ;'J;W 2 , 5-^*3^7- 

U> (2 0 0mg) £^7 A (15ml) fCjgj$L£&, 2, 4-y7J|/ 

t07iZjKVy7t-h (88/tl) *10ATlDj»a«ft 1 RFlBJLfc. 

7 0D*W7th> (4/1) TS^tSy'J*yMD7h^77 
W-K^OttfiU mm<Z>{££®&2 8 7mg. «9 7%Tf#£. 
■H-NMR (CDCh, 400 MHz): 62. 17 (s, 3H). 2. 26 
(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H). 6. 31 (d, J = 
5. 4Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 
00 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 59 (s, 
1H), 8. 05-8. 13 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

mmfttiim (FD-MS, m/z):4 7 9 (MO 
HMiffiJ3 8:N- {4- [(6, 7 - y^ h^y-4-^/ 'JJI/) t^Jd ~ 2 - 
5-y7^7x-JW - N ' -7'a^'7l/7 

4- [(6. 7-v* h^->-4- + y u;u) -2, 5-^*5^7^1 

■J> (1 5 Omg) £*no#JkMl 3ml). h'JlWSXl. 5ml) 
KJg#Lfc&, *OD*JkMCigA¥LfcMJ#;*y> (15 1mg) ^JQ^T. 
Ma»J&5^WLfc. ^lZn-yoe;i/75> (3 3mg) £iDAT> $613 

^□□^;UA/7-fe K> (4/1) Timy'J*W^D7h^77^-l: 
«kO»!8L. 7 8mg, JK^9 5%Tf#£ 0 

'H-NMR (CDC 1,, 4 0 0MHz) : 5 0. 94 (t, 3 = 7. 3Hz, 3 
H) ,1. 5 1-1. 6 5 (m, 2H), 2. 15 (s, 3H). 2. 2 6 (s, 
3H), 3. 21-3. 28 (m, 2H), 4. 05 (s, 3H), 4. 06 (s, 
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3H), 4. 6 3 -4. 6 9 (m, 1H), 5. 97 (s, 1H), 6. 31 (d, 
J = 5. 1Hz, 1H), 6. 98 (s, 1H). 7. 43 (s, 2H), 7. 58 
(s, 1H), 8.4 6 (d,J = 5. 4Hz, 1 H) 

nmftVim (fd-ms, m/ z ) 4 o 9 (m*) 

H^#iJ3 9 : N— (4-^DD-2-^^7x-JW — N ' - (4-f (6. 

4-[ (6, 7->>* h*v-4-*/ U;i/) 2. 5-v^^7^ 

U> (1 0 Omg) 5ri7DP*;i,A (1 0ml), h'JX5 1 ;U75> (1ml) fC 
®MLfz'&> iS2an*?>\z®BLfzbV*Z>f> (9 2mg) 0 
^^T^LTc. mz4-2uu-2-*^)l7-*)> (4 4/i 1 ) £iP;L, 

T*#e>n7csi££, 'pmo? unt^v ak^u *z\\z&m<DJL-T)v*iBZ. 

tzo tfrmLTc^H^MU ^<£>{b£#j£ 1 18rag, 7 8 %-£l#7c. 
'H-NMR (CDC I i, 400 MH z ) : 6 2. 16 (s, 3H), 2. 21 (s, 
3H), 2. 23 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
28 (d, J = 5. 4Hz, 1H), 6. 30 (s. 1H), 6. 32 (s, 1H), 

6. 98 (s. 1H). 7. 2 2 - 7. 2 3 (m, 2H), 7. 43 (s, 1H), 

7. 58 (s, 1H), 7. 5 9 - 7. 6 3 (m, 2H), 8. 4 5 (d, J = 5. 
1Hz, 1H) 

nmfttitm (e s i -ms, m/z) .-492, 494 (m*+ d 

gMftH 0 : N- (4-f (6, 7-v^ h4^>- 4 -^7 ^^->1- 2, 

5-^^f^7i-;i/) — N ' - (4-7MD-2-^^7x-^) frlx7 
4-[ (6, 7-i/pt K^->-4- + yj;P) •**i'}-2, S-i?*^)V7- 
»J> (1 0 Omg) A (10ml), f>UX^;P75> (1ml) (d 

j§8?L7c&, y^OD/^>l;i§iLfch'J*7y> (9 2mg) £iQ;tT3 0 
ttmMi&-?M&Lfz. sk\Z4-7)V*U-2-* : f-)V7-i)> (42/il) £JQ 
A, ^ST-M^L/io SJE&^fC^D^7K^±hU^A7K^^SD^^DD 
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£jbD;SLfc. Artiil/fcfcMiSaiRU Sa©fb-&4&* 1 0 8rag, iR^74%T# 
fc. 

'H-NMR (CDC 1,, 4 0 0 MH z ) : 6 2. 15 (s, 6H), 2. 3 0 (s, 
3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 24 (s, 2H), 6. 
28 (d. J = 5. 1Hz, 1H), 6. 94 (s, 1H), 6. 96-7. 00 
(m, 2H). 7. 42 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 58 
(s, 1H), 7. 64 (s. 1H). 8. 44 (d, J = 5. 1Hz, 1 H) 
Wmftffim (ES I -MS. m/z) : 4 7 6 (M*+ 1) 

mmm4 1 n- u -r (6, 7 -v^t h*->-4-=E7 u;io a-*->i- 2, 

5-y/^7x^) — N ' - (3-7MD-2-/h^->7xZJ|/) »j/ 
7 

4-[(6, 7-^h*S/-4-*y«j;W **i/}-2, 
U > ( 1 0 Omg) £#nP*jPA (10ml). h UX^;P75> ( 1 m I ) (C 
yi'DD^^>l:^bfchij*xy> (9 2mg) £JqAT3 0 
. #MMT«#L&. ^(C3-7;^0-_o-7-^> f > (44a 1) 

Tt#e>ft£S£&, ^□□^;uA/ / 7-bH> (2/i) v'j #y;u^ 

H^7 7-r-lzi:0m$3L, 1 2 6mg, JR^8 3%Tf#fc. 

'H-NMR (CDC 1,, 4 0 OMHz) : <5 2. 16 (s, 3H), 2. 27 (s, 
3H), 3. 83 (d, J = l. 7Hz, 3H), 4. 04 (s, 3H), 4. 07 

(s, 3H). 6. 31 (d, J = 5. 1Hz, 1H), 6. 7 4- 6. 7 9 (m, 
1H), 6. 9 7 - 7. 0 3 (m, 3H), 7. 4 4 (s, 1H), 7. 5 7 (s, 
1H), 7. 60 (s, 1H), 7. 66 (s. 1H), 8. 0 2 - 8. 0 4 (m, 
1H), 8.4 8 (d, J = 5. 1Hz, 1H) 

«S#*tM (ES I -MS, m/z) : 4 9 2 (M'+ 1) 
mffiM4 2 : N — (4-r (6, h^->- 4 -^7 UjU) *=fry1-2. 

5-y/f^7x-JH - N ' - (2-/^7i-^) U7 
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4-[ (6, 7-^h + y-4- + /UJI/) **^]-2, 5-^^7:1 
U> (1 0 Omg) £^pp*;UA (10ml) IZfeML. o-hMW/y 
7i— h (4 6 w 1 ) SJDATM-e--l!fe«#Lfc. £JMfC**./-jl,£;!jn*., 
«ffiT8*K&S£LT*»Sttfc$SS£, ^PP*;kk/7-trh> (2/1) 
WT^>v' 1 J*y;U^ovh^77^-(c e i;0^i!L^li^b-&^^l llmg, 

'H-NMR (CDCl )( 4 0 0MHz): 52. 12 (s, 6H), 2. 26 (s, 
3H), 4. 03 (s, 3H), 4. 05 (s, 3H), 6. 27 (d, J = 5 . 1 
Hz, 1H), 6. 77 (s. 1H), 6. 81 (s, 1H), 6. 91 (s, 1 H), 
7. 11-7. 15 (m, 1H), 7. 22 (s, 1 H), 7. 24 (s, 1H), 
7. 42 (s, 1H), 7. 59 (s, 1H), 7. 63 (d. J = 7. 8Hz, 
1H), 7. 68 (s, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 
IMM (ESI-MS, m/z):4 5 8 (M'+l) 

mmm4 3 : n- u-r (6, h*j/-4-*s u;u) ^-^^1-2, 

5-y^fi^7irJW - N ' - (2-^ h^->7x_;i/) ftU7 

4-[ (6, 7 -v* h*->-4-*y»j;W 2, 5-^*3^7= 

U> (10 Omg) £^PP*)I/A (lOral) £Jg»U 2-/h^->7iZ 

MVy7t-h (49m 1) &JpAT-ttinJ»a«Lfc. 

Srflnx.. «JET&&£S£LT*§6ftjfc8£&, ^PP*;UA/7-feh> (2/ 

'H-NMR (CDC 1 4 0 0MHz) : <5 2. 1 4 (s, 3H), 2. 2 4 (s, 
3H), 3. 75 (s, 3H), 4. 03 (s. 3H). 4. 07 (s. 3H). 6. 
31 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 8 7 (m, 1H), 6. 95 
-7. 03 (m, 3H), 7. 06 (s, 1H), 7. 44 (s, 1H), 7. 56 

(s, 1H), 7. 61 (s, 1H), 7. 63 (s, 1H), 8. 17-8. 20 

(m, 1H), 8. 46 (d. J = 5. 1Hz, 1 H) 
nmfttirm (ES I -MS, m/z) : 4 7 4 (M'+ 1) 
MW\4 4 : N - (5 - 6 2 - bf 'J vJl/) - N ' — { 4 - f ( 6 , 
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a-*->1-2, 5-v;<3^7xXJU) ^1/7 
4-[(6, 5-v^^;P7- 
U> (1 0 Omg) A (1 0ml), HJX^7$> (1ml) {c 

MLfc&, ^□□^>tML£ HJ*7;y> (92mg) £UP;LT3 0 
ftffl§.UT*&ftLfco >A\Z6 -75/- 3 -^CHE- 2 -;WHfU5*> (6 9 
mg) £JP;i. ^ifiT-M#L7c. S^(Ctg?D^7jc^ h U 2± 7 mm* 
JPA^DPtf^ATttttiU i'DD^l/AIMthU,^™^. 

X-T^US^Pxfco WHiLfe^^SrML, SlOft^^SOmg, iR^4 8 

'H-NMR (CDC U 4 0 0MHz) : <5 2. 18 (s, 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s. 
3H), 6. 34 (d, J = 5. 4Hz, 1 H), 6. 57 (d, J = 8. 5Hz, 
1H), 6. 98 (s, 1H), 7. 43 (s, 1H), 7. 62 (s, 1 H), 7. 
70 (s, 1H), 7. 74 (d, J = 8. 5Hz. 1H), 8. 05 (s, 1H), 
8. 46 (d, J = 5. 4Hz, 1H), 11. 17 (br, 1 H) 
K*#*Tffl (ESI-MS, m/2): 5 3 7, 5 3 9 (M' + 1) 
mMM4 5 : N — (2, h^f> - 3 - hf 'J — N ' — {4~r (6. 

7 -fx/ N^->-4-^y U;i/) ^-^->1-2, 5-y/^7i-J^) frl/7 
4-[ (6, 7-v* h*^-4-*/'j;i/) **->]-2, 5-^*3Ml,7X 
•J > (1 0 Omg) A (10ml), K 'JX3Mt,75> (1ml) \Z 

mmttzm. v^oo^^Cfg^LfchU**^ (9 2mg) £iPx.T3 0 
ftfBmUT'M&Lfz. ^i:3-7S/-2, 6-v/ h^^tf'J^> (7 Omg) 

£in>t> ^t-M#ltc 0 S^icgS^^7KS^h'J^A7j<^^jjpAi7 

)\>*1)\l^tz. *TiliL/i^^^ML. Hl|CD"(b£#)£l 2 4mg. W7 9%T 
f#7c<. 

'H-NMR (CDC 1 3 , 400 MHz) : 6 2. 1 7 (s, 3H), 2. 2 7 (s, 
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3H), 3. 89 (s, 3H), 3. 95 (s, 3H), 4. 06 (s, 3H), 4. 
07 (s. 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 34 (d, J = 
8. 5Hz, 1H), 6. 36 (s. 1H), 6. 74 (s, 1H), 6. 99 (s, 
1H), 7. 44 (s, 1H), 7. 57 (s, 1 H), 7. 60 (s, 1 H), 8. 
20 (d, J=8. 3Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 

RIMI (ESI-MS, m/z): 5 0 5 (M'+l) 
gSMSgH 6 : N-. {4- [(6, h^'>- 4 -^/'J AO j^j/j -2, 

5-v^^;^-7x-;i/} — N' ~ (4 h^->7i3) r)^ 7 

4- [(6. 7-y7h + y-4-^;iJj|.) ^-^^]_ 2 , 5~v^^JU7- 
U> (lOOmg) £^DD*;UA (4ml) fC?£fi¥Lfcf£. 4-^h*y7i 

^;^y->7±-h (6 0m i) ztotiTmuT—mEifoLfzo m&.Tmm*m 

JP*.. #r£iJL/rz£8S£P$3IMU mmWk&MZl lOmg. iK$7 4%Tl# 

fc. 

'H-NMR (CDC 1 j, 4 0 0MHz) : 6 2. 0 7 (s. 3H), 2. 26 (s, 
3H), 3. 76 (s, 3H), 4. 03 (s, 3H), 4. 08 (s,3H), 6. 
39 (d, J = 6. 1Hz, 1H), 6. 80 (d, J = 9. 0Hz, 2H), 6. 
87 (s, 1H), 7. 36 (d, J = 9. 0Hz. 2H), 7. 55 (br, 1 
H), 7. 62 (s. 1H). 7. 6 7 (s, 1H), 7. 80 (s. 1H). 8. 
19 (br, 1H), 8. 27 (d, J = 6. 1Hz, 1 H) 
nmftffim (ES I -MS, m/z) :4 7 4 (M*+ 1) 
mmM4 7 : N— (4- C(6, 7->7 b*i/-4-*J UAj -2 

4- [(6, 7-y^h + y-4-^/UJWt+y] -2--H07-UX1 
50mg) 5i?DD*M (10ml), h UX^;U7S > ( 1 . 5ml)(Cj§^ 
^oo^^Adjg^Lfc h 'J^7,y> (14 4mg) &m?iT. MM 
Z?fi£ 5#F B 1L£ 0 ^(3n--7°Pe;i,7 5> (3 1mg) ^PtLT. 2b(CMM 
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. *JlA/71zb> (4/1) TJgMT5->U*y;P^p-7K^77^-fc«fc0«f 
JBU SSO-fb-aftS: 1 6 Omg, iR$8 6%tiL 

'H-NMR (CDC 1 j, 4 0 OMH z ) : 5 1. 01 (t, J = 7. 5Hz, 3 
H) ,1. 5 9 - 1. 6 9 (m, 2 H) ,3. 2 7- 3. 3 4 (m, 2H), 4. 
05 (s, 3H), 4. 0 6 (s, 3H), 4. 95-5. 01 (br, 1H), 6. 
47 (d,J = 5. 4Hz, 1H), 7. 43-7. 51 (m, 3H). 8. 04 
(d,J = 2. 7Hz, 1H), 8. 53 (d,J = 5. 4Hz, 1 H), 8. 81 
(d,J = 9. 3Hz. 1H), 9. 7 4- 9. 7 9 (br, 1 H) 
Jtfi##Hl (FD-MS, m/ z ) : 4 2 6 (MO 
HMffJ4 8:N-(2, 4-y7MD7i-Jl.) -N' - (4- [(6. 7-y 
/ h^'>-4-^yj;i/) -2-ZhD7iZJW >7U7 

4- [(6. 7-s;^ h + ->-4- + /'JJW -2--HP7-UX1 
0 Omg) %?nn*)UA (10ml). NUX3MU7 5> (1ml) IzmffiLfz 
?nn-fc)UAlzmBLtcbV*Z>f> (9 6mg) ^UhpLT, timWffi&5 
#P3L£. 4-y'7WP7-'J> (4 5mg) ZfiQpLT, ZZlZM® 

jB»E£ 1 m Ltz. S^tfiafo^K**^- h "J £A**tt*JoA$r-f y £±k:# 
»U *PP*;UAT&]fflL£. »ffiT*«**4LTf»6nfc»* *. ^pp 
*;UA/7-feh> (3/1) T?JRR!r*»Ji5/>J*y;^p-7hif77-f-llJ: 

'H-NMR (CDC 1,, 4 0 OMHz) : <5 4. 0 5 (s. 3H), 4. 06 (s, 
3H), 6. 50 (d,J = 5. 1Hz, 1H), 6. 91-6. 98 (m, 3H). 
7. 45 (s, 1H), 7. 49 (s, 1H), 7. 5 0- 7. 5 4 (m, 1H). 
7. 8 8- 7. 9 7 (m, 1H), 8. 05 (d,J = 2. 9Hz, 1H), 8. 
54 (d,J = 5. 1Hz, 1H), 8. 77 (d,J = 9. 3Hz. 1H), 9. 
9 8 (s. 1H) 

nmfttir®. (FD-iMS, m/z):4 9 6 (M*) 
»ff]49:N-{3. 5-'>^DO-4-[ (6. 7 -z? * b*'>- 4-* S 
UJU) t^>17i^} — N* - (2, 4->'7MD7x-;W frU7 

3, 5-y*i7DD-4-[ (6, 7-v7h + y-4- + ;'j;i/) t+x]7z 
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U> (5 3mg) S^ontfWA (5ml) tCjg&U 2. 4-y7^D7i 
-JK VisTi— h (3 4 1 ) ftJn*T-ttmjRJi«Lfc. ttJET8&£S£ 
LTf§S*lfcS££. ?PP*;i/A/7-fe h> (2/1) THM«'>U*y;P 
*n-7h^57^-£«fcD«8iU &g0fc£1&£5 6rag, JRS&7 4*Tf§&. 
'H-NMR (CDC 1 4 0 0MHz) : <5 4. 0 5 (s, 3H), 4. 09 (s, 
3H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 8 6- 6. 9 3 (m, 2H), 
7. 05 (s. 1H); 7. 44 (s, 1H), 7. 46 (s, 1H), 7. 60 (s, 
2H), 7. 64 (s, 1H). 8. 01-8. 05 (m, 1H). 8. 48 (d, 
J = 5. 4Hz, 1H) 

SiMl (FAB-MS, ra/z): 5 2 0, 5 2 2, 5 2 4 (M*+l) 
mmm5 0:N- (2, 4->'7MD7i-Jb) — N ' - (2 -7JUa-D-4 

- fr6-*h^>-7- (2-^7^'j;xh^y) -4-*>"JJH3-*-» 
7x~;i/) frU-7 

N- (2, 4-y7MD7i"jW — N ' - (2-7;M*P-4- [(7-t 
Ho*->-6-* h + ->-4- + 7 7x-;U}«7U-7 (2 Omg). 

&«;&»J£A (7mg), 3'7{kxh7-n-7*^;i/7> ; 6-'7A (2mg). N 

- (2-^DOifjW *;i>*U>aMM[ (lOmg) SN, N-v7fiW 
A7SK (lml) £$*L7 0TCT-lft«#L£. Sl&ttCfiftKttTK*^ h 
'J^AtK^K^JPtL. £PP*;PAT«lfcHU £pnsfc;kkJg£&7fcfiltK"?^* 

SI^i^Hmg. iR$5 7%Tt#fco 

'H-NMR (CDCl,,4 0 0MHz): 52. 57 (t, J = 4. 4Hz, 
4H), 2. 88 (m, 2H), 3. 69 (t, J=4. 4Hz, 4H). 3. 94 
(s, 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 (d, J = 5. 
1Hz, 1H), 6. 7 7 - 6. 9 5 (m, 4H), 7. 35 (s, 1H), 7. 4 
3 (s. 1H), 7. 9 6 - 8. 0 2 (m, 1H), 8. 13-8. 17 (m, 1 
H). 8.44 (d, J = 5. 1Hz, 1H) 

nmM5 1 : N- (2-frPP-4 - (T6 h*->- 7 - (2-WJyi 
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7iZJl/) - N ' - (2, 4-:x7;k*D7 

N- {2-ZUU-4- [(7-k h + y-4- + yjJW * 

+ 7i-JH — N* - (2, 4-y7;i/tD7HJW <y"k7 (1 7 4m g) 
£N, N-y/fJ^JI/AJS H (9ml) C8»Lfc&, «K#U*A (6 4 
mg)« B^ibx h^-n-^5 1 ;i/7> ; &-'i7A (14mg), N— (2-£oo 
; E;I/*iJ>^^ (8 6mg) fcinAfc. 70tT17IWm S 

^□□^;UA/^^/-;u (2 0/1) TJSH!T**>'J*y;u^o"7h^7 7w 
-fC«fcO«fi!L. *HOfk^S:7 5mg, W3 5%Tt#fc. 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 6 0-2. 6 7 (m, 4H), 
2. 95 (t, J = 6. 0Hz, 2H), 3. 71-3. 79 (m, 4H), 4. 
01 (s, 3H), 4. 33 (t, J = 6. 0Hz, 2H), 6. 50 (d. J = 
5. 1Hz. 1H), 6. 8 5 - 6. 9 7 (m, 2H), 7. 09-7. 17 (m. 
2H), 7. 2 2 - 7. 2 7 (m, 2H), 7. 42 (s, 1H), 7. 50 (s. 
1H), 7. 97-8. 01 (m, 1H), 8. 28 (d, J = 9. 0Hz, 1H), 
8. 51 (d, J = 5. 1Hz, 1H) 

ft*##rffl (ES I -MS, m/z) : 5 8 5, 5 8 7 (M'+ 1) 
mM&)5 2 : N— (2. 4-y7MQ7xZ^) - N ' - (4- {[6 -pt 
f>-7- -4-*/U;H -2, 5-vpt 

N- (4- {[7- (^>>?m-» -6-^ h + v-4- + y y;w 

-2, 5-y/f^7x-JW -N' - (2, 4-y7MP7i^) £1/7 
(3 6 6mg) £N. N-y/?M)^7=F (6ml) \Z®BL, TKBfcft/t 
7y^A (3 6 6mg) fcfln*., 7K*»HftTMT 1 Bftft#Lfc. «JET»«K 
SS*L^on*;UA, ^y-iUCigib, t7<hllW;, MEET 
»ti«SSLT#e»nfc»* (2 I 3mg), £«#'J2A (l 0 9mg). 3^ 
fcx h7- n -7>^7> ; &^'i7A (I2rag), N — 
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*U>ttK* (7 4mg) £N, N-/^f F (5ml) Kig#L 

L-a&sttfcss*. ^oD^A/^^y-ji, (io/i) -ennrfsiuix 

'H-NMR (CDC 1 ,, 4 0 0MHz) : 6 2. 17 (s, 3H), 2. 27 (s, 
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t, J = 6. 0Hz, 
2H), 3. 76 (t, J=4. 6Hz, 4H), 4. .03 (s, 3H), 4. 34 
(t, J = 6. 0Hz. 2H). 6. 31 (d,J = 5. 4Hz, 1H), 6. 4 
7 (s, 1H), 6. 81-6. 92 (m, 3H), 7. 00 (s, 1H), 7. 4 
3 (s, 1H), 7. 54 (s, 1H), 7. 58 (s, 1H), 8. 05-8. 1 
2 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

mmm5 3 : N- (4- {[6-* h*r'>- 7 - (2-WJ;ih^'» -4 

-2, 5-y^J|.7x^) — N ' - (2-^h^^7 

x-;i.) fr^7 

N- (4- {[7- (^>vW***» -6-^ h*^-4- + /«j;W 
-2, 5-y7f*7x-JW — N ' - (2-^h + y7i"JW £ k7 (3 6 
3mg) £N, N-v*3\>l/jft;PA7S b* (6ml) fcigfilU TkKfb/^vtf 
A (3 6 3mg) £fln*, *£gH&TMT 1 iftffitfLfc. «EETfc«E£®£ 

S3cLTftSnfc8£ (1 9 lmg). Ri*'J>7A (2 1 9mg). 3^fc:rH 
7- n-'JT-frT (1 2mg), N— (2-^OOI^) *Jl/*U> 

Mi (14 8rag) £N, N-y^fMM75H (5ml) CS)»L7 0 

#6nfc»**, £oo*;i,A/* (10/1) T?®Wrs»«'>'J* 

^□?h^77Y-l:J;i)lliL, SlOMSlOlmg, $¥5 5% 
T#7c„ 
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'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 17 (s, 3H), 2. 28 (s, 
3H), 2. 64 (t, J=4. 5Hz, 4H), 2. 96 (t, J = 5. 9Hz, 
2H), 3. 76 (t. J=4. 6Hz, 4H), 3. 83 (s, 3H), 4. 04 
(s, 3H), 4. 34 (t, J = 6. 0Hz, 2H), 6. 30 (d,J = 5. 
4Hz, 2H), 6. 8 6 - 6. 9 0 (m, 1H), 6. 9 6-7. 0 6 (m, 3 
H), 7. 16 (s, 1H), 7. 43 (s. 1H), 7. 57 (s, 1H). 7. 
59 (s, 1H), 8. 11-8. 16 (m, 1H), 8. 46 (d. J = 5. 4 
Hz, 1H) 

Mt&&\5 4:N- ( 2 -ft □ □- 4 - (f6 - 7 h^v- 7 - (2-7 h=fc->X 
H^v) -4-^;UJH^y} 7x-;i/) -N ' - (2, )\,y>ru7 
x.-)l) OUT 

y^Km->F (2ml ) \Z?miti- b U ^ A (6 0w%, 1 5 3mg) 
SrflDx., 6 0rT3 0»MSI:L, 4 -75 7 - 3 -ft PP^x/-;!^ 
Slifi (3 4 3mg) £jta*.^Tl 0#WL7c o v7^7JI^*i> K (2 
ml) t;ii&fi?Lfc4-ftPP-6-/ b^ri^-7- (2-/ h + yXh^y) + 
y-'J> (2 5 4mg) SrJnA 1 1 Ot;T'-|»Lf;. MJfci&}:i7K£iJD;ift P □ 
*;UATtt£iJ Lfcf£. ft D □^;UAl^^f0j^^7K^^ S U ^AjK^T^L. 
a&Tkfifea^h U-^AT^L/co METM£®£LT#£*i;t$££, ft dp 
*;UA/7"feh> (7/3) TJlBB-f5 -> U 07 h ft^ 7 ^ -fCck D¥f 

§2U 2-ftPP-4- {[(6-7 H + x- 7- (2-^^/Ih + y) -4 
'J^pf+v-} 7X'J >£±£/«tl<hr5*g£^3 3 2mg^lfc. t<D 
0% 8 3mg£ft PO^PA (5ml) HflMfU 2, 4->?7M0 7i-Jl/ 

-rv^77— h (32 W i) zi}nz.T-mi}umwMLtz. «e™$ssit 
#<=>n£8i££, 7 0P^;uA/7-tr h> (2/D TJHiTs->u#ftMi/ft p 

'H-NMR (DMSO-d„ 4 0 0MHz) 6 3. 7 5 - 3. 7 7 (m, 2H), 
3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 6. 55 (d, J = 5. 
1Hz. 1H), 7. 0 4- 7. 0 9 (m, 1H), 2 5 - 7. 3 6 (m, 2 
H), 7. 42 (s, 1H), 7. 50 (s, 1H). 7. 51 (s, 1H), 8. 
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09-8. 15 (m, 1H), 8. 24 (d. J = 9. 0Hz, 1H), 8. 49 
(d, J = 5. 4Hz, 1H), 8. 82 (s, 1H), 9. 31 (s, 1 H) 

^Mffi)5 5 : N- (2 □□- 4 - {f6-^h^f>-7 - (2-jt h=E$/X 
h±>0 Z^JZ±2JJJM^±1 ^x-;i/) -N' - (2-* h*->7x"JU) 

■7U7 

y^^i^yF (2ml) h «J •> A (60w%, 1 5 3mg) 

^iDA, 6 0"CT3 0#«#&gfiK:U 4-75;-3-^DD7xy-;H 
B6& (3 4 3mg-) SiHJAgfiTl 0*H»#Lfc. ^Cy^fMmyh' (2 
ml) \zmBLtz4-2na-6-* h=^->-7- 41 
7U> (2 5 4mg) £J0A1 1 0rT-!ft«#Lfc. EfclKKlrtSlllA* o O 

*;PA/7ir h> (7/3) T?«Bf5->iJ*mnT h^^-r-Kcfc 9*it 
SSL, 2-£nn-4- {[(6-* h + ^- 7- -4 
-^/UJH^y) 7-'J >£±£jfc«£T*ffi£4&3 3 2mgSHfc, ^0 
558 3mg^^DD^A (5ml) lc»*L. 2-^h + y7i-MVy 
7:*— h (3 5 Ml) £2m*T-lftjD&3S«ELfc. »EET*«t*«*LT»&n 
fcSSS. ^oo*;UA/7-feh> (2/1) TJg^-r-5x'J^^>^ovh^ 
77^-l3J;0iSl > SJSC!)^«^3 lragUfc. 

'H-NMR (DMSO-d*. 4 0 0 MH z ) (5 3. 7 5 - 3. 7 7 (m, 2H), 
3. 90 (s, 3H). 3. 94 (3, 3H), 4. 2 7-4. 2 9 (m, 2H), 
6. 55 (d, J = 5. 1Hz, 1H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 
2 4- 7. 2 7 (m, 1H). 7. 42 (s, 1H), 7. 48 (d, J = 2. 7 
Hz, 1H), 7. 50 (s, 1H), 8. 08-8. 11 (m, 1H), 8. 18 
-8. 22 (m, 1H). 8. 49 (d, J = 5. 4Hz, 1 H), 8. 99-9. 
0 3 (m. 2H) 

%fl6flil5 6:N- (2, 4-y7MD7i-iP) — N' - (4- (f6-*t> 
*->-7- (2-* H5->Xh*'» -4-^/UWy| -2, 3-v* 
f^kZ^ik) ^^7 
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N- (4- {[7- {iyV)\,**i/) - 6 -*h*>>- 4 -*/u;io**->} 
-2, 3->7fJl/7i-;W — N' - (2, 4-y7MD7xZJW £1/7 
(2 1 3mg) *N. N-y/^MM75 K (5m 1 h hUx^75> (1 
ml) (4 0mg) fcinA, **»HaCTMT- 

J£T®MZ'g£;LT'&t>tLfcm2 1 8 4ragO^^09 0mg£N, N-v*?- 
,MO>A75 K ( 1 . 5ml) fcjgflpu *Z\Zfc&* V <5& (3 2mg), 3£ 
ft:^ h^-n -7f 1 ;i/7> ; E-^A (7mg), 2-^oti^;^f;n-fj|/ 
(3 2mg) Srin^> 7 OTCT-^^Lfc. EJ6fcK:fi&ftifcB&zk*:f- h- U £ A 

T^Lfco «JBET*HE*»SLT»5ftfc»St, ^ □ D*;UA/7-fe h >( 2 

4fe& 1 1 Omgjlfc. 

'H-NMR (DMSO-d., 4 0 0MHz): 51. 97 (s, 3H), 2. 1 
7 (s, 3H), 3. 31 (s, 3H). 3. 70 (t, J = 4. 4Hz, 2H). 
3, 90 (s, 3H), 4. 21 (t, 3 = 4. 4Hz, 2H), 6. 18 (d, 
J = 5. 1Hz, 1H). 6. 9 5 - 6. 9 8 (m, 2H), 7. 22-7. 31 
(m. 1H), 7. 34 (s. 1H), 7. 51 (s, 1H), 7. 62 (d, J = 
8. 8Hz, 1H). 8. 03-8. 10 (m, 1H), 8. 36 (d, J = 5 . 
1Hz, 1H), 8. 38 (s, 1H), 8. 79 (s, 1 H) 
mMM5 7 : N- (4- U6-* S^v-7 - (2-* h^yxhtv) -4 
-^y'JW^y) -2, 3-^/^7xZ^) — N ' - (2-*h*->;7 
xTJU) OUT 

N- (4- {[7- K>vMM-*£/) -6-^h^/-4- + ;U^+y) 
-2, 3-v7f^7i^) — N * - (2-^h^y7iZJW -71/ 7 (16 
lmg) £N, N-^^MA7$ K (4m 1 K hUX^I/75> (1ml) 
TmitrtvWl* (3 2mg) ZfiUTis **#ffl»T£fiT-ttft# 

ttE*f?SUT»e>tlfcai$ 2 2 3mg©?^c7) l l 0mg£N, N-5**5\fPjfr. 
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;i/A7S H (1. 5ml) fc**U ^^«^*»J^A (2 3rag). 3-7{tx 
h7-n-^7> : E- , >A (5mg),.2 -^Dti^MfJU-fJI/ (2 
3mg) £JD;i> 7 0tT-»L/:. SlSfflctfiSfn^glTK*^ S U >7 AtK^ 

£8 9mgf#7c, 

'H-NMR (DMSO-d,, 4 0 0MHz) : 5 2. 00 (s, 3H), 2. 1 
7 (s. 3H), 3. 70 (t, J=4. 2Hz, 2H), 3. 83 (s, 3H), 
3. 90 (s, 3H), 4. 22 (t, J=4. 2Hz, 2H), 6. 19 (d, 
J = 5. 1Hz, 1H), 6. 81-6. 88 (m, 2H), 6. 94-6. 97 
(m, 2H), 7. 34 (s, 1H), 7. 51 (s. 1H), 7. 58 (d, J = 
8. 8Hz, 1H), 8. 07 (d, J=8. 8Hz, 1H), 8. 36 (d, J 
= 5. 1Hz. 1H). 8. 48 (s, 1H), 8. 58 (s, 1 H) 

rnmms 8 .• n- (2, 4-77^071^) -w - (4 - {[6-* 

7 - (2 h*±x h^->-4-^y !2ik] -2, s-*j*7)V 

7x~;U) -7 1/7 

N — (4- {[7- (^>vJU^*>0 -6-^ ^+f>} 
-2, 5-y7fJI/7i-W — N ' - (2, 4 - ->*7;i/^D 7x^;U) "7^7 
(3 6 6mg) £N. N-y^f H (6ml) fI?§#PU 7K&fc/t 

7v^A (3 6 6mg) £Jjn*> 7j^f?ffiMT^T 1 ®,m.W Lfz. ME£T?£$; 
£@£L7dd*;UA. ^/-iH:^L, -ty^hm^Lfzo MEET 
M£g£LTf#£ft7c$£ (2 13mg), ^BSfcUtfA (10 9mg). 3<7 
Ikx h7-n -7>JU7> ; 6^-7A ( 1 2mg). 2 -^P^I^Mf JH-f 
Jl/ (40/il) £N, N-y^fMM75 H (5ml) C}S»L7 Ottl 

^□D^w/^y-jb do/1) Tjg^-r^>5i«^'j^y;i/7 

□ T h 7*7 7^ -fed; 9*112 U mmoiitSMZ 12 4mg,iK$7 3%Tf#7c 0 
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'H-NMR (CDC 1j, 4 0 0MHz) : 6 2. 17 (s, 3H), 2. 2 6 (s, 
3H), 3. 49 (s,3H), 3. 90 (t, J = 4. 8Hz, 2H), 4. 03 
(s,3H). 4. 34 (t, J=4. 8Hz, 2H), 6. 30 (d, J = 5. 
1Hz, 1H). 6. 57 (s. 1H), 6. 81-6. 95 (m, 3H), 7. 0 
0 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 57 (s, 1 
H), 8. 05-8. 14 (m, 1H), 8. 46 (d. J = 5. 4Hz, 1 H) 

SS##fffi (ES I -MS, m/z) : 5 2 4 (M*+l) 
&8Sflil5 9 : N- (4- ([6 h^v- 7 - - 4- 

±yjJM £*±) -2, 5-y7fiP7irjH -N' - (2-*h*->7x 

N- (4- {[7- (*?>S?;M-*SO -6-^ h*'^-4- + yUJW 
-2, -N' - (2-/h + y7xz;W (3 6 

3mg) SN, N-y/fWA7Sh' (6ml) t**L, 7MMfc/t9$>£ 
A (3 6 3mg) £in;i> #*»1MITMT 1 iETi§I^SS 

S3cLTf#Sftfcgg<* (1 9 lmg). mmXVVA (l l Omg). 3«7<txh 
7-n-^5 1 ;y7> ; E-'>A (1 2mg), 2 - 7'Dtlf;MfJH-fA (8 
Omg) £N, N-y7fMM75H (5ml) fCr^^L 7 0*CT 1 Iftjfttt 

0uu-fc)\,2±/*9 J-)V (10/1) TSIB-rs«ES->'J*y;U^p-7h 
^7^-(Cck9MU »ft^l2 8mg, JK^7 6%Tf#£„ 
'H-NMR (CDC 1 ,, 4 0 OMHz) : 5 2. 17 (s, 3H), 2. 28 (s, 
3H), 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, J=4, 8 
Hz, 2H), 4. 04 (s, 3H), 4. 35 (t, J = 4. 9Hz, 2H), 6. 
30 (d,J = 5. 4Hz, 1H), 6. 33 (s, 1H), 6. 86-6. 90 
(m, 1H), 6. 9 6 - 7. 0 6 (m, 3H), 7. 17 (s, 1H), 7. 43 
(s, 1H), 7. 56 (s. 1H), 7. 58 (s, 1H), 8. 12-8. 17 
(m, 1H), 8. 4 5 (d, J = 5. 1Hz, 1 H) 
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nmfttirm (ESI-MS, ra/z):5 18 (M*+ 1) 

IWJ6 0:N- (4- {\7- K>^2k±±±) - 6 h^~>-4-^7 

U;M^'» -2, 3-y^^7iZJ^) — N ' - ( 2 - * ^7x -^) 

4- {[7- (^>>?;M-*>0 -6-^h + y-4- + ;Ui^->} -2, 
3-vpWI/7^'J> (2 6 Omg) £N, N-y^^MMJ^ H (5ml ) 
2-^^x7iZHVy7t-h (116mg) £iO;LT^ 

AT»fcHU ^PP^;i/A«S*ll7lc«EB6v^'>^ATS£JSLfc. MJBETi§i££ 
®£ LT»e>tlfcS£$£. i'DoMA/Jt K> (2/1) TJRM"rs»il'> 
V )V$u^b if? 7 4 -\Z&Qft&\s* *HG>ffc£tt£l 6 9mg, iR$4 
7%Tt#7c. 

'H-NMR (DMSO-dt, 40 0 MH z ) : 5 1. 9 9 (s, 3H), 2. 0 
2 (s, 3H). 3. 83 (s% 3H), 3. 90 (s,3H), 5. 25 (s, 2 
H), 6. 18 (d, J=5. 3Hz, 1H), 6. 81-6. 87 (m, 2H), 
6. 95 (d, J = 6. 1Hz, 1H). 7. 2 9 - 7. 5 9 (m. 7H), 8. 
07 (d. J = 6. 1Hz, 1H), 8. 35 (d, J = 5. 3Hz, 1H), 8. 
4 8 (s, 1H), 8. 5 8 (s, 1 H) 

jlMff!l6 1 :N-{2-£pp-4-[(6. 1 - ; s* Y* : y- 4 z±±^Jl = ^ 
yx-;t/} — N ' - (2, 4-x7Mn7iUH !^U7 

2-7PP-4- [(6, 7-v* h^i/-4-^VU-;U) 7-U 
> (2 14mg) &^Pn*;UA (5ml) KiSJSPLjfcUL 2, 4-5?7JM-D 
7i-M7->7t-h (180/i 1) £3JD*.T7 0*CT4 WPIHIKlSLfc. 
££*©x-T\H<£j[)nx.. *frffiLfcfcfcjB£©3li8iSU »lb^l4 6ra 
g, »4 6%Tf#7c. 

'H-NMR (DMSO-d,, 4 0 0MHz) : 6 3. 9 8 (s, 3H). 3. 
99 (s, 3H), 7. 03-7. 10 (m. 1 H), 7. 2 8 - 7. 3 7 (m, 
2H), 7. 4 0 (s.lH), 7. 5 6 (s. 2H), 8. 0 8-8. 2 1 (m, 
2H), 8. 57 (s, 1H), 8. 80 (s, 1H), 9. 30 (s, 1 H) 
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H*#tfrte (ES I -MS, m/z) : 4 8 7, 4 8 9 (M'+ 1) 
jyiMJ 2 :N-{2-^ao-4-[(6, 7-v^ V*ri/- 4 
7x-Jl/} - N ' -7n¥)WU7 

2-2UU-4 - [(6, 7 -v* h*^-4-*:J-VU-;iO ^=^>] 7- "J 
> (5. 13g) ^DP*M (100ml). h'JlW5> (5 0ml) 

?nm*;i/A (3ml) i;gflfch'j^y> (4. 5 9g) 
^Jnx.T3 Oftmmftb fc, ^{cn-yot:;i/7$> (2. 7 4g) £Jn;iT, 

z^ikLmzfttzmzz. znn*)iA/*$> (5o/i) T*mm?z> 

'H-NMR (DMSO-d,, 400 MHz). -(50. 91 (t, J = 7. 3Hz, 
3H), 1. 41-1. 53 (m, 2H), 3. 05-3. 12 (m, 2H), 3; 
97 (s, 3H), 3. 99 (s, 3H). 6. 99 (t, J = 5. 4Hz, 1H), 
7. 22 (dd, J = 2. 7Hz, 9. 0Hz. 1H). 7. 38 (s, 1H), 
7. 46 (d, J = 2. 9Hz, 1H), 7. 54 (s, 1H), 8. 04 (s, 
1H), 8. 20 (d. ^=9. 3Hz, 1H), 8. 55 (s, 1 H) 

Kmmm (ES I -MS, m/z) : 4 l 7 (M' + 1) 
mtfcM6 3 : N- {4-f (6, 1 -V 4-*j-yy-)l) :t*->17 

x-;M — N' -X^frt^T 

4- [(6, 7 h^->-4- + 7-^>J^;l/) 7-'J>(5 Omg) 

£?dd*;I/A (3ml), HJX5f)U75> (0. 2ml) £*£$?L£&, 
n*)UJ±iZ®MlsfzbiJ*7,y> (5 Omg) $iD^.tfiST3 0#M#l-£o 
^(IX^7S>MI (6 9mg) £iD;iT, £ 

&mzx ? y -juzmx, o uut^ik/t? ; -jux-mm-t ^hplc^ o ^ 

$8U ^MOft^^lOmg, iR^16%Tt#/tp 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : <5 1. 07 (t, J = 7.3H 
z, 3H), 3. 11-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
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3H), 6. 10 (t, J = 5. 4Hz, 1H), 7. 14 (d, J = 9. 0Hz, 
2H), 7. 37 (s. 1H), 7. 46 (d. J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 49 (br, 1H), 8. 53 (s, 1 H) 
ft«##Tfi (ES I -MS, m/z) : 3 6 9. (M + + 1) 
^feflJ6 4:N- (4-r (6, 7-y7 '/'J-J[/) ?f*->17 

x^M -n' -:/ag;i/frU7 

4- [(6, 7-v* h^v-4-+^-yj-;U) t*y]7-'JX5 0mg) 
&>7nnft)],& (3ml), h'JlW5> (0. 2ml) fcgflPLfcft, 
n«fc;l,Ak:igfi¥Lfc h U*7.y>(5 Omg) £Jn;tT^iST 3 O^^jfj^Lfc. 

fc* * / -jnfeira*., * □ dtJx;ua/^ * v -^tji^i-shplcic £ o mm u 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0. 8 9 ( t , J = 7 . 6H 
z, 3H), 1. 41-1. 50 (m, 2H), 3. 0 4- 3. 0 8 (m. 2H). 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 15 (t, J = 5. 9Hz, 
1H), 7. 15 (d, J = 8. 8Hz. 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H). 8. 48 (br, 1H), 
8. 5 3 (s, 1 H) 

n&ftffim (ES I -MS, m/z) : 3 8 3 (M*+l) 
^&%ffJ6 5 : N-75M1/-N' ~ (4-r (6, 7-y7 

4- [(6, 7-v* h^^-4-^^yj-;U) T-UX5 Omg) 

££dd*;|,A (3ml), MJX^7 5> (0. 2ml) IJILfcl, >?u 
P*;PA»C*ffL3t h U^xy>(5 Omg) $rSDx.T^tm"C 3 0#W«#Lfc. 
fcfc:7^;P75> (22wl) £2jQ;tT, £ b fl^iST-lft» Lfc, £/£tf£tc 

/ * /-;nfcln*., z uufc)Vi±/*$ j -;utmT6hplc(;:£ dm u 

gjg©fb£^£2 9mg, M4 3 

'H-NMR (DMSO-ds, 4 0 0MHz) : 6 0. 91 (t, J = 7. 3H 
z, 3H), 1. 2 8 - 1. 4 7 (m, 4H), 3. 07-3. 12 (m. 2H), 
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3. 97 (s, 3H), 3. 99 (s, 3H), 6. 12 (t, J = 5. 6Hz, 
1H), 7. 15 (d, J = 8. 8Hz. 2H), 7. 37 (s, 1 H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 47 (br, 1H), 

• 8. 5 3 (s , 1 H) 

M##HI (ES I -MS, m/z) : .3 9 7 (M + + 1) 

IWJ6 6 :N- {4-f (6, 7 - V* hfr*/- 4 U ^) r^yi? 

x~;i/} — n' -^>5P;UfrU7 
4- [(6, 7-v* h + 7~U>(5 Omg) 

£^on*jl/A (3ml), hJx5 1 ;i/75> (0. 2ml) (c^Lfc^, 

uts)l&\Zl$BLtz hU^7.y>(5 Omg) ^OAT^/fiT 3 0#p a m#L£. 

^(37 5;P7S> (26/tl) ^iPAT. S/^K 

^/-;i/£in;i> ^□□^;i'A/'^^y-;i/T'Ji^'r^>HPLc(CckOMi3L, 

^H©{t£$j£2 lmg, $$3 0%Tf#fc. 

'H-NMR (DMSO-d«, 4 0 OMHz) : 6 0. 89 (t, J = 7. 1H 
z, 3H). 1. 2 7 - 1. 4 7 (m, 4H), 1. 41-1. 48 (m, 2H), 
3. 06-3. 11 (m, 2H), 3. 97 (s, 3H), 3. 99 (s. 3H), 

6. 13 (t, J = 5. 6Hz, 1H), 7. 15 (d, J = 9. OHz, 2H), 

7. 37 (s, 1H), 7. 46 (d, J = 8. 8Hz, 2H), 7. 55 (s, 
1H), 8. 4 7 (b r, 1H), 8. 5 3 (s, 1 H) 

RI»tfl (ESI-MS, m/z):411 (M + +l) 
^#16 7 : N- (sec-:/^) ~N' - {4-f (6, 7 -jS*b*i/-4- 

4- [(6, 7-v* h + y-4-^y i J-)l') 7-UX5 Omg) 

*>?un-fc)VA (3ml), MJx^;i/75> (0. 2ml) \z®ffiL?t'&. 2u 
□ MAi:i§)llfchU*xy'>(5 Omg) £jfJD;iT^ST3 0#M#L7c. 
^Zstc-^^JITS. > (2 3 m 1) £in*.T, ££K^)ST-M#L7Co SJfc 

U i&mWt-SMZ 3 3mg, iR^4 9%Tf#7io 

'H-NMR (DMSO-de, 4 0 OMHz) : 5 0. 88 (t, J = 7. 3H 
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z, 3H), 1. 08 (d, J = 6. 6Hz, 3H), 1. 4 0 - 1. 4 7 (m, 
2H), 3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 5. 98 (t, J=8. 1Hz, 1H), 7. 15 (d, J = 9. 0Hz, 
2H), 7. 37 (s. 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 3 8 (s, 1H). 8. 5 3 (s, 1 H) 
St*#tffffi (ESI-MS, m/z): 3 9 7 (M + + 1) 
£MM6 8 : N-7'J^-N' - {4-f (6, 7 - y7 N*:>- 4 -3^/ U ~ 

;u) t^->i7iz;i/} fri/7 

4- [(6, 7 -->*;< h^.>_ 4 -^»/ij- ;W 7-ij>(5 omg) 

A (3ml), hUX^75> (0. 2ml) tgiLfci, *n 
□ *MIMUchU*xy>(5 Omg) ^JnAT^jgT3 0#Mft#Lfc. 
^C7U;i/7 5>*6Ktt (3 1mg) *iD*T. ■ 3 S 

jft&fc* * y -;i/&jo A, ^ □ □ *;UA/y * y -Ji/TSrar -shplc(c «fc 0 m 

SU %m<Dlt£®&2 lmg, 3 3 

'H-NMR (DMSO-d*, 4 0 0MHz) : 3. 7 3 - 3. 7 6 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 07-5. 21 (m. 2H), 
5. 8 4- 5. 9 2 (m, 1 H), 6. 28 (t, J = 5. 6Hz,'lH), 7. 
16 (d. J = 9. 0Hz. 2H), 7. 38 (s, 1H), 7. 47 (d, J = 
9. 0Hz, 2H), 7. 55 (s, 1H). 8. 53 (s, 1H), 8. 59 (s, 
1H) 

IIS##HI (ES I -MS, m/z) : 3 8 1 (M + +l) 
mMMAl -N- (4-f (6, 7-y7h^y-4-WJ-Ji/) g^±12 
xTJPj — n' - (2 -7°Dhf-;i/) frU7 

4- [(6, b*i/-4-*i-W-)\,) 7-UX5 Omg) 

^^□□^A (3ml), h'Jl^75> (0. 2ml) C^Lfci, 
n*s)lAiZ®BLtz MJ**y> (5 Omg) &iOA.TS»T3 0#IHM»#Lfc. 
&fc7P/t;WP7 5>JttSMI[ (3 lmg) £flQ;LT> ^Cligt-^L 

«fc0 8fS!U mmoitS®* 2 6mg, W4 1%T?#fc. 'H-NMR (DM S 
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O-da, 4 0 0MHz) : 3. 11-3. 12 (m, 1H), 3. 89-3. 9 
0 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 49 (t, J 
= 5. 9H2, 1H). 7. 17 (d, J = 9. 0Hz, 2H), 7. 38 (s, 
1H), 7. 48 (d, J = 8. 8Hz, 2H), 7. 55 (s, 1 H), 8. 53 
(s, 1H), 8. 6 8 (s, 1H) 
I1M (ESI-MS, m/z):3.79 (M*+l) 
HM7 0 :N- (2, 4->'7MD^>yJl/) -n' - (4-f (6. 7 - v 

4- [(6. 7 h + ->-4-+^-/U-;i.) 7~U> (5 Omg) 

^□P*;PA(3ml), HJX^;U75>(0. 2ml) 
□ MJ**y>(5 Omg) ^jDATljgT3 0#P B M#L£. 

#K2, 4-y7MP^>y^7>> (2 2 w 1) £iaAT. ^tSIt- 

HPLCH«fcO»»!L, Wt^32mg. t$41%Wc. 
■H-NMR (DMSO-d«, 4 0 OMHz) : 3. 97 (s, 3H), 3. 98 
(s, 3H), 4. 3 2 -4. 3 3 (m, 2H), 6. 66 (t, J = 5. 9Hz, 
1H), 7. 0 6-7. 1 0 (m, 1H), 7. 16 (d. J = 8. 8Hz, 2H), 
7. 19-7. 2 4 (m. 1H), 7. 3 7 (s, 1H), 7. 4 0 - 7. 4 4 (m, 
1H), 7. 48 (d, J = 9. OHz. 2H), 7. 55 (s. 1H). 8. 52 
(s, 1H), 8. 6 9 (s, 1H) 
n&tttfrm (ES I -MS. m/z) : 4 6 7 (M + + 1) 

HMflJ7 1:N- (4-f (6. 7-v*h^v- 4 --:fr-t-y, J - ;i /j 3^212 

x~;U} -n' - (2 -biUvJl//^;!/) ^7 1/7 
4- [(6, 7-/^ h + ,>_ 4 _ + - h , / , J -- ;l/) 7=UX5 0mg) 

i&^OO^JI/A (3ml), h'JX3Ml,7S> (0. 2ml) Mlfci. 

nfr.jlAlzmmLfz hU*xy>(5 0mg) fciHATMT 3 0 *HBHf#Lfc. 

*lc2, 4-v7;u^D^>i;;P7$> (3ui) £Jdx.t. SSKMt- 

HPLCC«fcg«$aL. Sli(7)fb^^3 lrag, W4 3^#f: 
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'H-NMR (DMSO-d«, 4 0 0MHz) : 3. 4 2 (s, 2H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 7. 16-7. 19 (m, 2H), 7. 22 

-7. 2 7 (m, 3H), 7. 3 8 (s, 1H), 7. 5 7 (s, 1H), 7. 67 
(d, J = 8. 8Hz, 2H), 7. 8 8 - 7. 9 2 (m, 1H), 8. 46-8. 

4 8 (m, 1H), 8. 5 4 (s, 1 H). 8. 8 7 (s. 1H), 12. 19 (s, 

1H) 

M#*fft (FD-MS, m/z) : 4 3 1 (M + ) 

2 :N- (2, 4-y7^tQ7i-;|/) -n' - (4-f (6, 7-v 
^ h^5>-4-^^-'/'J-;t/) ^-^vl7x-;U} frl/7 

4- [(6, h*->-4-*^/'J-;i,) ^2/] 7^'J>(5 Omg) 

££OP^A (3ml) IC^L/il^ 2, 4-y7MD7irJKy->7 

^— h (24^ i) ^snx.T-MiftiiBtL/c. mmLfzm^mm, fc&Lm 

m<D{t£W$:5 5mg, lK$7 2%Tf#7c 

'H-NMR (DMSO-d 6 , 4 0 0 MH z ) : 3 . 9 8 (s, 3H)-, 3. 9 9 
(s, 3H), 7. 0 4 - 7. 0 8 (m, 2H), 7. 24 (d, J = 8. 8Hz. 
2H), 7. 2 9 - 7. 3 5 (m, 1H). 7. 38 (s, 1H). 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 06-8. 14 (m, 1H). 
8. 5 1-8. 5 4 (m, 1H), 8. 5 4 (s, 1H), 9. 11-9. 1 2 (m, 
1H) 

nmrnm (es r -ms, m/z) 4 5 3 ar+ 1) 

H»J7 3 :N- {4-f (6, 7 - ->7 h*->- 4 ^-^'>17 
xXJW — N' - (4-7MD71-JI/) frU7 

4- [(6, 7 -v* H + >—4-^^yUi:;i/) Omg) 
£^pd*;UA (3ml) tcglLfcl, p-7Mo7i"JKVy7t-h 
(2 3M) 5:iO^T-tt^iioStL7t. * j -fr&jjuZ.. ^DD* 

^A/**/-^TMPiT3HPLC(CJ:D*t£!U Si©M$2 6mg, JK 
$36 %Tf#fc.. 

'H-NMR (DMSO-d,, 4 0 0MHz) : 3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 11-7. 15 (m, 2H), 7. 22 (d, J = 8. 8Hz, 
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2H), 7. 38 (s, 1H), 7. 4 6 - 7. 5 0 (m, 2H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 54 (s, 1H). 8. 72 
(s , 1H), 8. 7 5 (s , 1 H) 
WMftffiM (E S I - MS, m/z ) : 4 3 5 (M + + 1 ) 
nmM7 4 :N- (4-r (6, 7 -Vth*^- 4-*jry\)-)l) **^7 
— N' ~ (2-^^7x^) «7t^7 
4- [(6, 7-/^h^</-4-WJzJW 7i'J>(5 0mg) 

A (3ml) (C^Lfcig, o-VlV-OVIVl/Tj—Y (2 5 u 

^y-^TMr^-r^HPLClCcfcOffiML. ilCft^ft^SOmg, $$4 1% 

'H-NMR (DMSO-d 6j 400MHz):2. 26 (s . 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 3 - 6. 9 8 (m, 1H), 7. 13 
-7. 19 (m, 2H), 7. 22 (d, J = 8. 8Hz. 2H), 7. 38 (s, 
1H), 7. 5 4 - 7. 5 6 (m, 3H), 7. 8 3 - 7. 8 6 (m, 1H), 7. 
93 (s, 1H). 8. 54 (s, 1H), 9. 10-9. 11 (m, 1 H) 
nmWm (ES I -MS, m/z) : 4 3 1 (M + + 1) 

&8fiffil7 5:N- {4-f (6, 7 - > - 4 z±±V U Hr**sX7 

x~;U) — N' - (2-/h^y7i-^) frU7 

4 - [(6, 7 4 U-;i/) t+y] 7-U>(5 0rag) 

£^pp*;UA (3ml) iCgiLfct. 2 h*y7i-H 7y7t- h 
(2 7/xl) SrJDAT-MfijiSitLfc. EJHftK:*^y--;|/fciin;t. 
;i/A/^^/-;UT?JlMr*HPLCm:0»»!L, glOfk^tt$3 4mg. iR 
$4 5%T?#fc.. 

'H-NMR (DMSO-de, 4 0 0 MH z ) : 3. 89 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 22 
(d, J = 8. 8Hz, 2H), 7. 38 (s, 1H), 7. 54 (d, J = 8. 
8Hz, 2H), 7. 56 (s. 1H), 8. 13-8. 15 (m, 1H), 8. 2 
3-8. 24 (m, 1H), 8. 54 (s, 1H), 9. 40-9. 41 (m. 1 
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H) 

nmfttir® (ES I -MS, m/z) : 44 7 (M + + 1) 

6 :n- (2-?Pa-4-r (6, 7 - y7 h^>- 4 -^'/'J ~ 
)V) ** : sY73--M -N' -IW1/7 

2 _/7 Dn - 4 - [( 6> 7-i?t 4 7-U 

> (2 0 Omg) ££DO*^A (5ml), h 'Jx^7 5> (1ml) {C?gJ5? 

^□□tfUl'AtlML*: HJ*?;y> (17 9mg) £JP;LTmfiT3 
OftfelWLfc. ^{CX^;P75>^^ (2 4 6mg) SSK^fi 

m<D\t^m^: 1 5 9mg. IK^6 5 

1 H — NMR (DMSO-cU, 4 0 0 MHz): : (51. 08 (t, J = 7. 1H 
z, 3H), 3. 11-3. 1 6 (m, 2H), 3. 9 7 (s, 3H), 3. 99 (s, 
3H). 6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd. J = 2. 7H 
z, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz. 
1H), 7. 55 (s, 1H), 8. 02 (s, 1 H), 8. 20 (d, J = 9. 3 
Hz, 1H), 8. 5 6 (s, 1 H) 

(ES I -MS, m/z) : 4 0 3 (M + + 1) 
^Mmi 7 ; N-^^-N* - { 2 □□- 4 -f (6, 1 -z?*h*ri/-4 

2_/7 D p_4_ [( 6> 7-y^h^y-4-^t v /'J^) ^->] 7-'J 
> (50mg) £^DD*;UA (5ml), MJ X^T^ > (1ml) \zmML 
fc'&. $ UuKfr A \Z®Mlstz h U^xy> (4 5mg) &;!JP;LT^ST 3 0 # 
fU!$#L£. ^K^^UTS > (22/zl) &iP;LT, £ £ (C^rST 3 0 L 
fc. S^(CtafP^^7K*^-h'J^A7K^$iPA^OD7lN;i/ATtttilL, 

$^^7PO7fs;UA/^^/-;i/TJl^'r§HPLCtc}:0ffl®IL, ^MoitS®}* 
3 Omg, »4 6 %Tmrcc 
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'H-NMR (DMSO-d 6 , 400 MHz): (50. 91 (t, J = 7. 3H 
z, 3H). 1. 31-1. 46 (m, 4H), 3. 09-3. 14 (m. 2H), 
3. 97 (s, 3H). 3. 99 (s, 3H). 6. 96 (t, J = 5. 6Hz, 
1H), 7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 39 (s, 
1H). 7. 47 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 03 
(s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 
Jt*##Ht (ES I -MS, m/z) : 4 3 1 (M + + 1) 
SMMZ 8 : N- (2-^DD-4-r (6, 4 -4^'/'J - 

;U) t^yl7i^| — N' -^>^;UfrU7 

2-^OD-4-[(6, 7 -v/ h^>—4-^yU-JU) 7~U 
> (5 Omg) £^no*;i/A (5ml), HJX3S>U7S> (1ml) IcigflPL 
tz'ik, *7UU-fc)VMzmm\stzhV*xy> (4 5mg) SMTSJaT3 0» 
M«*#Lfc. »75;U7^> (2 6/* 1) £iD;tT. £SfcMT3 0#WL 

3 3mg, W4 9%Tf#fc. 

'H-NMR (DM SO-d ., 4 0 0 MHz) : 5 0. 90 ( t , J = 7. 1H 
z, 3H), 1. 2 4- 1. 3 4 (m, 4H), 1. 4 3- 1. 4 8 (m, 2H), 
3. 08-3. 14 (m. 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 97 (t. J = 5. 1Hz, 1H), 7. 23 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 8Hz, 1H), 

7. 55 (s, 1H), 8. 03 (s, 1H), 8. 20 (d, J = 9. 0Hz, 
1H), 8. 56 (s, 1H) 

RStftfHI (ES I -MS, m/z) : 44 5 (M + -f 1) 

£MM7 9 :N- (sec-^Jl/) ~N' -{2-^DD-4-r(6, 7-y* 

h^y-4-^t > / l Jzj[/) ^'>17x-;i/} frl-7 

2-CUU-4- [(6, 7-y^h + y-4-+t>/'J-jl,) 7-U 
> (5 Omg) ^^od^A (5ml), MJX^;i/75> (1ml) Hjg^L 
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tz'&. *DD*;PAK:»*L&MJ**y> (4 5mg) ^MTli&t 3 0 5)- 
ft53 4rag, «$5 2%T#f; t 

'H-NMR (DMSO-de, 4 0 0MHz) : 3 0. 89 (t, 3 = 7. 6H 
z, 3H). 1. 09 (d, J = 6. 6Hz, 3H), 1. 4 3- 1. 4 6 (m, 
2H), 3. 5 8 - 3. 6 6 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 88 (d, 3 = 7. 6Hz, 1H), 7. 22 (dd, J = 2. 4H 
z, 9. 3Hz, 1H), 7. 39 (s. 1H). 7. 47 (d, 3 = 2. 7Hz, 
1H), 7. 55 (s, 1H), 7. 98 (s, 1H), 8. 23 (d, J = 9. 0 

Hz, 1H), 8. 5 5 - 8. 5 6 (m, 1H) 

li» (ESI-MS, ra/z): 43 1 (M + +l) 

£MM8 0 : N-7U;U-N' - { 2 -\ (6, 7-v^h^->-4 

-4^71)-^) t^y!7xrJH t>V7 

2-*nn-4-[(6. h^>—4-+^VU~JU) tf^x] 7H'J 

> (50mg) £?oci*;i/A (5ml), HJX3^75> (1ml) CiHL 
^OO^AtlrgfilLfc HJ**y> (4 5mg) ^JPAT^rST 3 0 ft 

r*m&Ltz. wz7ij)i7$>mmm. (2i mg ) s^t, ^^zm^x3o 
a a *)ik/* $ j -^Tjup^i-SHPLcfCct: o u $tm<D<t^ 

4 5 m g . W&7 2 % T*%tz. 
'H-NMR (DMSO-d«, 4 0 0MHz) : 3. 7 6- 3. 7 9 (m, 2H). 
3. 97 (s, 3H), 3. 99 (s. 3H), 5. 10-5. 24 (m, 2H), 
5. 8 5 - 5. 9 4 (m, 1H), 7. 11 (t, J = 5. 4Hz, 1H), 7. 
24 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 39 (s. 1H), 7. 
49 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1 H), 8. 14 (s, 1H). 
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8. 19 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

Sf*##rte (ES I-MS, m/z) : 4 1 5 (M + + 1) 

&Sfifl8 8 1 : N- { 2 4 -r (6, h^5>— 4 — =^^~VU — 

;u) ^-^vi7x-;t/} — n' - (2-yphf-;u) 

2-/7pn_4_ [ (6f h + v-4-^y>J-;U) 7-iJ 

> (5 Omg) £^pp*;1/A (5ml), h"Jx^;i/75> (1ml) t«*L 
^OD^AMLfc^ 'J*xy> (4 5mg) *iD*TMT3 0# 
M«^L&. *l:^n/^75>i«S (2 1mg) £JQ;LT> ££f;:gfi 
T3 0#WLfc. flrfflLfciSlii&jtflJt. ticftls&m<D<£&ta*3 8mg, «6 
1 %Tt#£. 

•H-NMR (DMSO-de, 4 0 0MHz) : 3. 16-3. 1 7 (in, 1H), 
3. 9 3 - 3. 9 5 (m, 2H). 3. 97 (s, 3H), 3. 99 (s, 3H), 
7. 25 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 30 (t, J = 5. 
6Hz, 1H), 7. 39 (s, 1H), 7. 50 (d, J = 2. 7Hz, 1 H), 
7. 55 (s, 1H), 8. 16 (d, J = 9. 3Hz, 1H), 8. 18 (s, 
1H), 8. 5 6 (s, 1H) 

mmftffim (es i -ms, m/z) .-413 (m + + d 

&8fifl!l8 2 : N- (2-^PP-4-f (6, 7 - S^j>- 4 z±±ZiL= 
^) t^^17x-JM -N' - (2, 4-y7;i/tn^>y)l/) frl^7 

2 -/7 D p_4 _ [ (6j 7-y7h + y-4-+t , /U-JP) 7-U 
> (5 Omg) £^PP*JUA (5ml), h'JX^;U75> (1ml) fc:ig«?L 
*DP3fc;kMCig#Lfch'J**y> (4 5mg) £JD;LT£i&T3 0# 
f»*#Lfc. &£2, 4-/7Mo^>y^75> (22/il) £iD*T\ $ 
5CMT3 0#ffiLfc.ffiaJLfci£ii£ai3J[. ft#L>l0^t«4 8mg, 
W6 4%T#t 

'H-NMR (DMSO-dfi, 4 0 0MHz) : 3. 9 7 (s, 3H), 3. 9 9 
(s, 3H), 4. 3 3 -4. 3 6 (m, 2H), 7. 08-7. 12 (m, 1 H), 
7. 2 2 - 7. 2 8 (m, 2H), 7. 39 (s, 1H), 7. 4 2 - 7. 4 6 (m, 
1H), 7. 49 (d. J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 18 
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-8.2 0 (m, 2H), 8. 5 6 (s, 1 H) 
nmftttm (ES I -MS. m/z) : 5 0 1 (M + + 1) 

: N- { 2 □□- 4 -f (6, 7 - V* Y^-l/- 4 -=E?-»/'J - 
;U) ^-^->17x~;M -N' - (2-e'JyJMfil/) ^7 1/7 

2 _/7oo-4 _ [( 6> 7-^;^ h + s>- 4-^±VU-;U) 7ziU 
> (50mg) £^DO*jl/A (5ml), h'JxWSXlml) C»»L 
^□□^^A(C^tfehU*xy*> (4 5mg) £]t!D;LTMT 3 0 # 
M^Lfc. &K2- (*3MU7i$/) tf'Jv> (19m 1) £*0;LT, 

U ^Hc7){fc£-%£ 2 6mg, JK$3 7%T#fe 0 

'H-NMR (CDC 1 3 , 400 MHz): 3. 51 (s, 2H), 4. 07 (s , 
3H), 4. 07 (s, 3H), 7. 03-7. 10 (m, 2H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H). 7. 35 (s, 1H), 7. 36 (d, J 
= 2. 7Hz, 1H), 7. 54 (s, 1H), 7. 76-7. 81 (m, 1H), 
8. 3 8- 8. 4 3 (m, 1H), 8. 56 (d, J = 9. 0Hz. 1H), 8. 
64 (s, 1H), 13. 5 3 (s, 1 H) 

St*##TM (ES I -MS, m/z) : 4 6 6 (M + + 1) 

H^J8 5 : N— (2— #□□— 4— f (6, 7 -> S J* h4^>- 4 -^V'J ~ 

JU) ^->17x-JM — N' - (4-7;i/tQ7x^) frl^7 

2_/7 0 P-4-[(6, 7-x* h^^-4-^^-V/U-^) 7-U 

> (5 0mg) £^dp*;UA (5ml) {Cigfi¥L£&, p-7MD7i^ 

ttR. ftfcfrU £iM<D 5 7mg, 'K* 8 1 %Tl#fc.„ 
'H-NMR (DMSO-d., 4 0 0 MH z ) : 3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 13-7. 1 7 (m, 2H), 7. 30 (dd, J = 2. 4H 
z, 8. 8Hz, 1H), 7. 40 (s, 1H), 7. 48-7. 51 (m, 2H), 
7. 5 5 - 7. 5 6 (m, 2H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 
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3 1 (s, 1 H). 8. 5 7 (s, 1H) 

Sa»*ffi (ESI-MS, m/z): 4 6 9 (M* + 1) 

£MM8 6 :n- { 2 4-f (6, 1 -V* K4^>- 4 -±±\/V ~ 

)V) ^^'>17x-;U} — N' - (2-^ K^x7x-;i/) -71^7 

2 _/7pp_4 _ [(6( 7-^/h*^-4-^yU=;W 7-U 
> (5 0mg) £70P*;UA (5ml) (Z^tfc^, 2 h*'>7i;^ 
-fV->7*- h (24/i 1) ZtiUZT 6 0 £T1 mMM&Ltc. Rj&miz**S 
-JUfcimA. ^oo*jPA/^^/-;u-cSffi-r*HPLCtc«fcO»i!L, il® 
ffc£«&£3 9mg. JK^5 4%T#fe.. 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 90 (s, 3H), 3. 98 
(s, 3H). 3. 99 (s, 3H). 6. 8 9 - 7. 0 5 (m, 3H), 7. 29 
(dd. J = 2. 7Hz, 9. 0Hz, 1H), 7. 40 (s, 1H), 7. 54 
(d, J = 2. 7Hz, 1H), 7. 56 (s, 1H), 8. 09-8. 16 (m, 

2H), 8. 58 (s, 1H), 8. 9 6- 9. 0 2 (m, 2 H) 

mmftffim <es i -ms, m/z) 4 i 8 (m + + d 

»ffJ8 7:N-(2-^DD-4-r(6, 7 -y* h=fc->- 4 - ^\/'J ~ 
)V) ^yl7x^l — n' - (5-^oa-2-b:u^Jl/) frU7 

2 -^7 DO- 4 - [(6, 7-y^h + y-4-+t l /U-;W 7-U 
> (5 Omg) *£DDJfe;UA (5ml), hUlf^7S> (1ml) 
fcfg, ZUUfrfrAlzmffiLfc h U*X^> (4 5mg) 0# 
#fC2-75/-5-*PPtr'J->*> (2 3mg) £iO;LT, £ S 
IC60ST 1 P#P B 1M#L£. h U >7A7K«^J!JP^7 □ □ 

#;UAT«ltfJU ^PD^AJi^SSTKttBS^hU^ATeiftLfc. fttflET^flE 
LTffenfcSSSr^nn^A/^^y-Jl/TJgiHrSHPLCtCiOW 
8HU *l§M£#j£3 9mg, »5 3%Tf#£ 0 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 98 (s, 3H), 4. 00 
(s, 3H), 7. 33 (dd, J=2. 7Hz, 9. 3Hz, 1H), 7. 40 
(s. 1H), 7. 4 3- 7. 4 8 (m, 1H), 7. 56 (s, 1H). 7. 60 
(d, J=2. 7Hz, 1H), 7. 91 (dd, J = 2. 7Hz, 9. 0Hz. 
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1H), 8. 35 (d. J=8. 8Hz, 1H), 8. 40 (d, J = 2. 4Hz, 

1H), 8. 5 8 (s, 1H), 10. 17 (s, 1 H) 
KS##Ht (ES I - MS, m/z) : 4 8 6 (M + + 1) 
IWJ8 8 :N- (4-f (6, 7 b*~>- 4 -^»/'J ttzsl- 
2-7MD7I-JI/} — n' -yn^frVUT 

4 - [(6, 7-v* Hr^-4-*^l/'J-JW - 2-7M07r 

•J> (5 Omg) £^PO*;PA (3ml), MJX3MU75> (0. 3ml) K 
igfifLfc^. ^D*;UAK$g#LfchU*xy> (4 7mg) SMTifiT 
3 0^r«lfc. *tC7 P Dtf;i/75> (20m 1) £An*T, 

»Lfc. Soffit* */-;u<£in*., £ □o*;ua/p<^/-;utjiiiTS 
HPLC£J:0»8(U ^jB©fk^S:9mg, Hll4%Tff;, 
'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 9 0 (t, J = 7. 6H 
z, 3H), 1. 4 3 - 1. 4 9 (m, 2H), 3. 05-3. 10 (m, 2H), 
3. 97 (s. 3H), 3. 99 (s, 3H), 6. 61 (t, J = 5. 6Hz, 
1H), 7. 0 5 - 7. 0 7 (m, 1H), 7. 27-7." 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 8 - 8. 2 9 (m, 1H), 8. 5 5 (s, 1 H) 
MMfiVrM (ESI -MS, m/z) : 4 0 1 (M + + 1) 
£MM8 9 : N-T^U-N' -{4-f(6, 7 - is* h^ris- 4 
JU) ^y)-2-7MD7x-JH frl^7 

4- [(6, 7-v* h^->-4-+^-yj-;U) - 2-7)l*D7- 

•J> (5 0mg) £^dd*M (3ml), hUx^75> (0. 3ml) (3 
®mLfz'&. >7UU*)\,L > \zmmLtzbi)*7>?> (4 7mg) £2ffl;3LTgi&T 

3 0#|BHt#Lfc. Xizy'^frT 5 > (2 4// 1) £Jn*T. 

PLCl;:«fc0»B!U Il^i^2 5mg, iR* 3 8 
'H-NMR (DMSO-d«, 4 0 0MHz) : 5 0. 91 (t, J = 7. 3H 
z, 3H). 1. 3 0 - 1. 4 7 (m, 4H). 3. 09-3. 13 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 58 (t, J = 5. 6Hz, 
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1H), 7. 0 4 - 7. 0 7 (m, 1H), 7. 28-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 6 -8. 2 8 (m, 1H), 8. 5 5 (s, 1 H) 

mmttffim (es i -ms, m/z) .-415 (m + + d 

CTffJ9 0 : N- (sec-y^;i/) -N' - {4-f (6, 7-y^h^y-4- 

4- [(6, 7-->** h**>-4-WJ-;W **S/] -2-7;^P7- 
U> (5 Omg) ££po*;|,A (3m 1 ), hUxWS> (0. 3ml) I; 

mmbtcm. ?nats)\s&\z®mLitbv-fcz7> (4 7mg) *dd*tmt 

3 0^r«Uc. ^{Csec-^;i/7 5> (2 5m 1) £50;iT, $^tgfi 

•fSHPLCfCfcOlllfiU iH©fb^l2mg, IR* 1 8 %Tt#fco 
'H-NMR (DMSO-ds, 4 0 0MHz ) : 0. 89 (t, J = 7. 6Hz, 
3H), 1. 0 8 (d, J = 6. 6Hz. 3H), 1. 3 9 - 1. 4 8 (m, 2H). 
3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s. 3H), 3. 99 (s, 3H), 
6. 51 (d, J = 7. 6Hz, 1H), 7. 0 4- 7. 0 8 (m, 1 H), 7. 
30 (dd, J = 2. 4Hz, 11. 7Hz, 1H), 7. 39 (s, 1H), 7. 
54 (s, 1H), 8. 16-8. 22 (m, 2H), 8. 56 (s, 1 H) 

ffft##rM (ES I -MS, m/z) : 4 1 5 (M + + 1) 

CTffiJ9 1 : N-7'J;U-N' - (4-f (6, 7 -it* h4y-4-^tyj- 

4- [(6, 7-v* 4-^^-1/ "J - 2-7JWD7- 

'J> (5 0mg) ^^OD^A (3ml), h iJXf)l/7$> (0. 3ml) C 
8#Lfcf£, ?unft)VA\Z®MLtzh (4 7mg) ^jD^T^fST 

3 0#IB!it#Lfc. ^C7'J^75>ttKifi (3 Omg) $flnx.T. $6 CM 

1"*HPLCk:J:0**fi!U 8BOft§ft*18mg, W2 8%Tifc. 
'H-NMR (DMSO-di, 4 0 0MHz) : 3. 7 5 - 3. 7 9 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 0 8 - 5. 2 2 (m, 2H), 
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5. 8 4- 5. 9 4 (m, 1H), 6. 72 (t, J = 5. 9Hz, 1H), 7. 
0 6 - 7. 0 8 (m. 1H). 7. 3 0 - 7. 3 3 (m, 1H), 7. 39 (s, 
1H), 7. 54 (s, 1H), 8. 13-8. 18 (m, 1H), 8. 40 (s, 
1 H). 8. 5 6 (s, 1H) 

M#tffffi (ES I -MS, m/z) : 3 9 9 (M + + 1) 

HMf!l9 2 :n- {4-r (6, 7 - 4 -=^/'J -;[/) ^v^- 

2-7MD7irJM -N' - (2 -yDbf-;!/) frU7 

4- [(6, h*is-4-*i-V>)-)l) tt's] - 2-7MD7" 

'J> (50mg) J^DO^A (3ml), HJ X3\>U75 > ( 0 . 3ml) £ 
&fl?L£f£, ^□□^;UA(;^L^hU^^y>.(4 7mg) ^DAT^ST 
3 0#M#L£o &K7D/W3=;i/7S>ifiS&:Ji[ (2 9mg) SrjfJDxT, £ £ 

3%Tf#£o 

1 H — NMR (DMSO-ds, 4 0 0 MH z ) : 3 . 15 (t, J = 2. 4Hz, 
1H), 3. 91-3. 94 (m. 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H). 7. 07-7. 11 (m. 1H), 7. 33 (dd, J = 2. 4Hz, 1 
1. 7Hz, 1H), 7. 39 (s, 1H), 7. 54 (s, 1H), 8. 09-8. 
15 (m, 1H), 8. 4 7 - 8. 4 8 (m. 1H), 8. 56 (s, 1 H) 
M*##Tffl (ES I -MS, m/z) : 3 9 7 (M + + 1) 

^MffJ9 3 :N- (2, 4-y7^tO^>y^) — N' — { 4 — f ( 6 , 7-y 
/ N4 1 v-4-^j-'/'J-;i/) t±k]Z. 2 -7M07x-^l ^1/7 

4- [(6, 7-^ h^y-4-+t 1 / l JllJl') -2 -7;U:*P7X 

•J> (5 Omg) £;7DD*^A (3ml), K'JX5 1 ;U7$> (0. 3ml) (C 
^□□*^AfC?tfi?L/~ HJ*7>y> (4 7mg) £J0;LT^T 
3 Oftf^jf^Lfco ^(32, 4-^*7;i/^D^>i/;U75> (2 8m 1) £JQX. 

Omg, iRm2 6 %Tf#7 t c. 
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'H-NMR (DMSO-d., 400 MHz): 3. 97 (s, 3H), 3. 99 
(s. 3H), 4. 34 (d, J = 5. 8Hz, 2H), 7. 07-7. 11 (m, 
3H), 7. 21-7. 27 (m, 1H), 7. 3 0 - 7. 3 3 (m, 1 H), 7. 
39 (s, 1H), 7. 41-7. 47 (m, 1H), 7. 54 (s, 1 H), 8. 
12-8. 16 (m, 1H), 8. 4 6-8. 4 7 (m, 1H), 8. 55 (s, 
1H) 

MMHI (FD-MS. m/z) : 4 8 4 (M + ) 

I|||fll94 : N- (2, 4-y7MD7iZJ» -N' - (4-f (6, 7 - v 
^ H^->-4-^^--/U-;i/) tt->1-2-7MD7xZjH ^|/7 

4- [(6, 7-v* h + 5/-4_^»/ij- ;W jf.^] - 2 -7^D7- 
U> (5 0mg) £?nnzM,A (3ml) (Cig^Lfe^, 2, 4-y7Mo 
7iZHV<>7t-F (2 9m 1) £iJn*T60gT-l!fcflK#L&. flrtBLfcig 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 0 4- 7. 0 8 (m, 1H), 7. 13-7. 1 5 (m, 1 H), 
7. 2 9- 7. 4 0 (m, 3H), 7. 5 5 (s, 1H), 8. 10-8. 2 3 (m, 
2H), 8. 57 (s, 1H), 8. 9 7- 9. 0 4 (m, 2 H) 

ft*#flrffi (ES I -MS, m/z) : 4 7 1 (M + +l) 

mmm9 5 : N- {4-f (6, 

2-7^a7xlJM -N' - (2-*7)l7x.Z.M ^V~7 
4- [(6, 7 -it* h + y-4-+t 1 /iJ^) - 2-7)1*07- 

U> (5 0mg) £*DO*;kk (3ml) \Z®MLtc'&. o-MM'JM'y«> 
7^- h (30/i 1 ) *JDAT60ffiT-lftaj*Lfc. S^fSfC^ * J -^Jflx., 
^□□^;L,A/^^y-;i/TM^1-?.HPLC(cJ:0fflS{L, 36H©^»*i 7 
mg, W2 4%T#fc, 

'H-NMR (DMSO-d., 4 0 0MHz) : 2. 27 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 5 - 6. 9 8 (m, 1H), 7. 12 
-7. 20 (m, 3H), 7. 3 6 - 7. 3 9 (m, 2H). 7. 55 (s, 1 H), 
7. 86 (d, J = 7. 8Hz, 1H). 8. 21-8. 26 (m, 1 H), 8. 
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35 (s, 1H), 8. 57 (s, 1H), 9. 0 0 - 9. 0 2 (m, 1 H) 

Steffi (ES I -MS, m/z) : 4 4 9 (M + + 1) 

^MM9 6 :N- {4-f (6, 7 -z?* h^zs- 4 *)-)[,) ^-^->1- 

2-7MD7x-Jl/} — N' - (2-^h^^7xZ^) 
4- [(6, 7-5>* h*«>-4-*^7U-;W - 2-7MP7- 

U> (5 0mg) £^pp*;!/A (3ml) 2 h+y7x" 

HVW-h (3 2^ 1) £flD;iT60gT-M#L£ o KiSttfci^^y- 
;i>Sin*., ^PO*;UA//^/-;UTJS§Br*HPLCH«kO*!fjB!L, ^a©{t; 
£«2 2mg> «3 0%Tf#fc. 

'H-NMR (DMSO-d«,4 0 0MHz): 3. 89 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 8- 7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, 1H), 7. 3 5 - 7. 3 9 (m. 1H), 7. 40 (s, 1H), 
7 . 5 6 ( s , 1 H), 8 . 12-8. 1 5 (m, 1 H), 8 . 19-8. 2 5 (m. 
1H), 8. 57 (s, 1H), 8. 7 5 - 8. 7 8 (m, 1 H), 9. 26-9. 
2 9 (m, 1 H) 

mmftffim (es i -ms. m/z) •. a 6 5 (m + + d 

&j6flU9 7 : N- (4-r (6, 7-y/ht'>-4^t7'Jz;i/) ^^->1- 

3 -^^;U7x~;i/} -n' -ypbf^^uy 

4- [(6, 7-v* h + ->-4-+^-V'J-;U) *+5/] -3-^^7~'J 
> (50mg) Sr^DD^JI/A (3ml), HJX3Ml/7S> (0. 2ml) 

^PP*;UA»Cjg*UfchU*^y> (4 8mg) £jta;tT^ST3 
OftfflMWLtc. K\Z-7u\d)V7^> (20m 1) £2jn*.T. £ £{C^rST-l!fc 

J*#ufc. K^att^^y-;n£APA» £pp#;pa/*^/-ji/tjs§h1"*h 

PLC(CckOMS!L. IlOf^MSOrag, JR*S4 7 %Tf#£. 
'H-NMR (DMSO-d«, 4 0 0MHz) : 5 0. 89 (t, J = 7 . 5H 
z. 3H), 1. 41-1. 50 (m, 2H), 2. 03 (s, 3H), 3. 03- 
3. 0 8 (m, 2H), 3. 9 8 (s. 3H). 3. 99 (s, 3H), 6. 1 3 (t, 
J = 5. 4Hz, 1H), 7. 04 (d, J = 8. 5Hz, 1H), 7. 28 (d 
d, J = 2. 4Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2. 4Hz, 1H). 
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7. 3 8 (s, 1H). 7. 5 8 (s, 1H), 8. 3 9 (s.'lH). 8. 5 0 (s, 
1H) 

nmftffim (es i -ms, m /z) : 3 9 7 cm + +d 

mMM9 8 :N-^;hN' - {4-f (6, 7 4 -^-j-yij- 
^yl-3-^^7i-Jl/} frU7 
4- [(6, 7-y^h + y-4-WU^Jl/) -3-y^7 = .j 

y (50mg) *^on*;PA-(3m-l), HJX^;P7S> (0. 2ml) tzjg 
#Lfc&, ^DO^Al:^Lfch'J^y> (4 8mg) SfllATSfflTf3 
0flfl!«#L&. JfcC^;P75> (24// 1) ^iPAT. S SfcgfiT-lftft 

'H-NMR (DMSO-d 6 , 4 0 0MHz): 50. 91 (t, J = 7. 3H 
z, 3H), 1. 2 9- 1. 4 6 (m. 4H), 2. 03 (s, 3H), 3. 07- 
3. 1 2 (m, 2H), 3. 9 8 (s, 3H), 3. 9 9 (s. 3H), 6. 11 (t, 
J = 5. 6Hz, 1H), 7. 05 (d, J = 8. 8Hz, 1H), 7. 27 (d 
d, J = 2. 3Hz. 8. 5Hz, 1 H), 7. 36 (d, J = 2. 4Hz, 1H), 
7. 38 (s. 1H), 7. 58 (s, 1 H), 8. 39 (s, 1H), 8. 51 (s. 
1H) 

SfS##Tf£ (ES I -MS, m/z) : 4 1 1 (M + + 1) 

glfliiffj 9 9 : N- (2, 4-/7JPtD7i^) -n' - (4-f (6. 7-^ 

^ K^^-4-^^-'/'J-^) ^^1-3-^^7x^1/} frU7 

4- [(6, 7-v* h**>-4-+^»/U=;W -3-/^;U7-'J 
> (5 0mg) (3ml) 2, 4-i?7MD7 

i-Mv->7t-h (23// d- &udat. -mmmm. Lit. mmLitm& 

Sit®, Jft&U mm<Dit£fy>* 5 9mg, «K*7 9XTW£. 

'H-NMR (DMSO-d., 4 0 0MHz) : 2. 07 (s, 3H), 3. 99 
(s, 3H), 3. 99 (s, 3H), 7. 0 3 - 7. 0 8 (m, 1H), 7. 14 
(d, J = 8. 5Hz, 1H), 7. 2 9 - 7. 3 7 (m, 2H), 7. 39 (s, 

1H), 7. 43 (d, J=2. 4Hz, 1H), 7. 60 (s, 1H), 8. 07 
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-8. 14 (m, 1H), 8. 52 (s, 1H), 9. 0 3 - 9. 0 5 (m. 1 H) 
K*#tff0[ (ES I -MS, m/z) : 4 6 7 (M + + 1) 
lijl 0 0 : N- (4-r (6, h^y-4-^»/ij-^) gfEvj 

- 3 -/fJ^7xZJW — N' - (4-7il/^D7x-J|/) frU7 

4- [(6, h + ^-4-+±7U-;W -3-^^;U7-U 

> (5 0mg) £?DO*;UA (3ml) p-7Mo7i"^ 
4V->7i— b (2 2a 1) SriDAT, -ftfln&Jt»{Lfc. *fffiL/fc»a*atfl!i, 
ifc&U *H©<k^»*4 2mg, iR¥5 8%Tf#fc. 

'H-NMR (DMSO-ds, 4 0 0MHz): 2. 07 (s, 3H), 3. 98 
(S, 3H), 3. 99 (s. 3H), 7. 10-7. 14 (m, 3H). 7. 35 
(dd. J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 1H), 7. 43 
(d, J = 2. 4Hz, 1H), 7. 4 6 -7. 4 9 (m, 2H), 7. 59 (s, 
1H), 8. 51 (s, 1H); 8. 66 (s, 1H), 8. 70 (s, 1 H) 
ftSSHfrft (ES I -MS, m/z) : 4 4 9 (M + + 1 ) 
HMffJlOl :N- (4-r (6, 7-*J* h*S/-4-=H-'/'Jz:jlO 
^3L±2jf2kZx^2kj -N' - (2-/h^->7x_^) frl^7 

4- [(6, 7 h + ->-4-*±»/ , J-^) ^*~>] -3-^^;i/7-'J 
> (5 0mg) §r^7 □ dtKJI/A (3ml)'l;giLfcI. 2 - / h+->7x-)l/ 
•fV^7^— h (26/tl) SrinxT. -IftllllS&ilgStLfc. 

^Jp^.v ^pp^i/A/^^y-ji/7fMwrsHPLcn«kO»ii!L, saHwfl;^ 

M4 1rag. iR#5 5KT?fcjfc. 

'H-NMR (DMSO-d., 4 0 0MHz) : 6 2. 07 (s, 3H), 3. 8 
9 (s, 3H). 3. 99 (s. 3H), 3. 99 (s, 3H), 6. 88-6. 9 
7 (m. 2H). 7. 01-7. 03 (m, 1H), 7. 12 (d, J = 8. 5H 
z, 1H), 7. 35 (dd. J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 
1H), 7. 44 (d. J = 2. 4Hz, 1 H), 7. 60 (s, 1H), 8. 13 
-8. 15 (m, 1H), 8. 23 (s, 1H). 8. 52 (s, 1H), 9. 33 
(s. 1H) 

K*##fffi (E S I -MS, m/z) : 4 6 1 (M + + 1) 
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mmmio2 ,-n- {4-r (6, 7-v* K^>-4-=^/'j:-;io 
- 2 -^fj^7xzjH — n' z-ZE&k2-kZ 

4- [(6, K + v-4-^^-VU-;P) 1r*lS[ -2-*^)V7-*) 

> (50mg) £^PP*JI/A (3ml). MJX9Ml/75> (0. 2ml) \Z& 
MLIt&s ^□□^AMUch'Jm'> (4 8mg) £iDATgfiT3 

o#ra«#Ufc. ^{cyntr;PT5> (20^1) £Jq;lt, $ s tM-e-ift 

PLCtCkOttfiL. ^®©{fc;£t)£3 Omg, iRs*S4 7 
'H-NMR (DMSO-d 6 ,400MHz):<50. 90 (t, J = 7. 3H 
z, 3H), 1. 42-1. 51 (m, 2H), 2. 21 (s, 3H), 3. 04- 
3. 09 (m. 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 53 Ct, 
J = 5. 6Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
1H), 7. 65 (s, 1H), 7. 85 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

»«#*f« (ES I -MS, m/z) : 3 9 7 (M + + 1) 

^MffiJl 0 3 : N-7^;U-N' - (4-f (6, 7 -y* 4 U 

4- [(6. h + y-4-+t7U^I/) -2-^^7-'J 

> (5 Omg) ££mo;fc;i/A (3ml), HJx^;U7 5> (0. 2ml) £ig 
#Lfcf£. ^DD*M(;i|Lth'J^y> (4 8mg) ffoXX^WfCZ 

Cfc«fcDi»SiU *iOft^ttS3 7mg. «56%Tf#£. 
'H-NMR (DMSO-de, 400 MHz): 50. 92 (t, J = 7. 1H 
z, 3H), 1. 31-1. 48 (m, 4H), 2. 21 (s, 3H), 3. 08- 
3. 13 (m, 2H), 3. 97 (s. 3H), 3. 99 (s, 3H), 6. 50 (t, 
J = 5. 4Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H). 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
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1H), 7. 64 (s, 1H), 7. 86 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

M^Ufffi (E S I -MS, m/z) : 4 1 1 (M + + 1) 
^#J10 4:N- (2, 4-;7MD7ilJ|/) -N' - U-f (6. 7- 
K^->-4-^±V/U^;i/) ^yl-2-^^7iZJH frl^7 
4- [(6, 7 h^x-4-^yj-;U) sj-*^] -2-/^;U7^'J 
> (5 0mg) ZZnnMA (3ml) Kigfi?L7c^ 2, 4-y7Mn7 
x-;KV->7±- h (2 3^1) SrJn^T* -»^j!»SLAcc l^ffi LzcISJI 

'H-NMR (DMSO-da, 4 0 0MHz) : 2. 29 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 03-7. 11 (m, 2H), 7. 16 
(d. J = 2. 7Hz, 1H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s. 

1H), 7. 55 (s. 1H), 7. 8 7 - 7. 9 0 (m, 1H), 8. 13-8. 

19 (m, 1H), 8. 3 6-8. 3 9 (m. 1H), 8. 55 (s, 1H), 8. 

9 2- 8. 9 5 (m, 1 H) 

RS##rM (ES I -MS, m/z) : 46 7 (M + + 1) 

m&Ml 0 5 :n- (4-f (6, / b*i/- 4 -^V'J ~;U) ^^->1 

- 2 -/^7x- ;[/} — N' - (4-7ftP7iZ)|/) frU-7 

4- [(6, 7-v* h**>-4-+^/U=;W - 2 -^^;U7- U 

> (5 0mg) $:>7UU-fc)lk (3ml) £»apLfc&. p-7^P7i^ 
-fy*>7^— h (2 2 tf 1) Srfln^T. -ttlSSLfc, Urtfl L^M«m, 

'H-NMR (DMSO-ds, 4 0 0MHz) : 2. 28 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s. 3H), 7. 08-7. 15 (m, 4H), 7. 38 

(s, 1H), 7. 4 7 - 7. 5 0 (m, 2H), 7. 55 (s, 1H), 7. 84 

-7. 88 (m, 1H), 7. 98 (s, 1H), 8. 55 (s, 1H), 9. 03 

-9. 0 5 (m, 1 H) 

nmtttm (ES I -MS, m/z) : 4 4 9 (M + -f- 1) 

&86flill 0 6 : N- { 4 -r (6, 1 ±±>J 
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-2-^;i/7x_JH -N' - (2-^h^y7x-Jl/) QV7 

4- [(6, 7 -v7 h + t+y]-2-^Jl,7lU 
> (5 0mg) A (3ml) C^L/ci, 2-^h + ^7x~;P 

^Vx77-h (26//I) £2JD*.T, -ttlllUc. WtilLfclSafcitBu 

'H-NMR (DMSO-de, 4 0 0MHz) : 2. 29 (s, 3H), 3. 90 
(s, 3H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87-6. 97 
(m, 2H), 7. 0 2- 7. 0 4 (m, 1H), 7. 08 (dd, J = 2. 9H 
z, 8. 8Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 38 (s, 
1H), 7. 55 (s, 1H), 7. 84 (d, J = 8. 8Hz, 1H), 8. 13 
-8. 15 (m, 1H), 8. 55 (s, 1H), 8. 58 (s, 1H), 8. 61 
-8. 6 2 (m, 1H) 

SiMi (ESI-MS, m/z):46 1 (M + +l) 

fWJ10 7:N- {4-r (6, 7 - V * h^>- 4 U rt^vl 

4- [(6, 7 N + v-4-^^^'J-^) ^->] -2--HP7-U 
> (5 Omg) £7 A (10ml). hUl?JP75> (0. 2ml) (C 

i£#PL7ci£, ?nnts)UA\z®mLtc hU*xy> (4 3mg) £JO*_T^iST 
3 0#M#L7i. ^(cyDe;U7 5> (18/^1) ^*DX.T, 

M^L7to fcfomzt? s-fr&Mz.* ? un-fchk/ j -jvr-mffltz 

HPLCKcfc 9 lit gjU ^©fb^tJ^2 4mg, «3 8 
'H-NMR (DMSO-d 8 , 400MHz):<50. 91 (t, J = 7. 6H 
z, 3H), 1. 4 5-1. 5 1 (m, 2H), 3. 0 6- 3. 0 9 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H), 7. 52 (b 
r, 1H), 7. 58 (s, 1H), 7. 6 7 - 7. 7 0 (m, 1H), 8. 04- 

8. 06 (m, 1H), 8. 38-8. 41 (m, 1H), 8. 57 (s, 1H), 

9. 3 5 (s, 1H) 

KIMt (ESI-MS, m/z):4 2 8 (M + +l) 

jj^ffJl 0 8 : N-7>;i—N' - (4-f (6, 7 - h^->- 4 -^l/'J 
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4- [(6, 7-->*y h**>- 4 -2-~ hPT-U 

>(5 0mg) ^^DO^I/AdOral), hUxW5> (0. 2ml) Ic 
flMSL'&fc, ^□□^;UAt^LfchU^xy> (4 3mg) ^iJU^TMMX' 
3 0»M«#Lfc. *fc7*;U75> (2201) £*n;tT, S6lcafiT-« 

PLCK:«fc0«f«U SiO^iSiSmg, »2 3%T?#fc. 
'H-NMR (DMSO-de, 400 MHz): 50. 91 (t, 1 = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 9 (m, 4H), 3. 10-3. 15 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s. 3H), 7. 40 (s, 1 H), 7. 51 (b 
r, 1H), 7. 57 (s, 1 H), 7. 68 (dd, J = 2. 9Hz, 9. 3H 
z, 1H), 8. 05 (d, J=2. 9Hz, 1H), 8. 40 (d, J = 9. 2 
Hz, 1H). 8. 57 (s, 1H), 9. 35 (s, 1 H) 
SIMM (ESI-MS, m/z):44 2 (M + +l) 
£MM 109 :N- (2-^aD-4-r (6, 7->7 b*zs- 

N- {2-*PO-4-[ (6. 7-^ h + 5/-4-*^/U=;W 
7l -^l -N' -7Pfcf;i/£U7 (1 0 Omg) ^»7|<x h7k h'D77> (3 
0ml) Kig#U HJ/7 A (60wt%, 8 8mg) SrilDAT^MT 

1 5 L£. ^C^od^^M^I/X-t-JI/ (67w 1) £Jnx.T. $ 

» £ ttfcs $ £ * d □ * y -;uthf^t^hplc(- j; o »sa u &s 

'H-NMR (DMSO-d 6) 4 0 0 MHz) : 6 0. 89 (t, J = 7. 6H 
z, 3H), 1. 4 6 - 1. 5 5 (m, 2H), 3. 20 (br, 2H), 3. 48 
(s, 3H), 4. 07 (s, 3H). 4. 08 (s, 3H), 4. 54 (br, 2 
H), 7. 29 (dd, J = 2. 7Hz, 8. 5Hz, 1H), 7. 37 (s, 1 
H). 7. 47 (d, J = 8. 8Hz, 1H), 7. 50 (s, 1H), 7. 50 (d, 
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3 = 2. 7Hz, 1H), 8. 66 (s, 1 H) 
M&ftffim (ES I -MS, m/z) : 46 1 (M + + 1) 

mmmi 1 o : N-7-t:^;i/-N- {2-£pp-4-r(6, 

N- (2-*PP-4-[ (6, K + v—4-^V'J:^) ^->j 

7x-;U} -n' -:/Pt?;i^l/7 (1 0 Omg) $*7jcfK7hHo77> (3 
0ml) TK^fc^hU^A (60wt%, 8 8mg) SJdtLTMt 

1 5#M«#Lfc. X\zmt7tt)V (63wl) £iD;LT, £<=>{C^T2P# 

□ □*;UA/7-feh>TSWrSHPLCfzJ;0«f»L, M0ft£tt«2 7m g> 
W2 6 %Tt#fe 0 

'H-NMR (DMSO-de, 400 MHz): (50. 98 (t, J = 7. 3H 
z, 3H), 1. 5 9 - 1. 6 8 (m, 2H), 2. 04 (s, 3H), 3. 27- 
3. 36 (m, 2H), 4. 07 (s, 3H). 4. 08 (s, 3H), 7. 31- 
7. 33 (m, 1H), 7. 35 (s, 1H), 7. 41 (d, J = 9. 0Hz, 
1H), 7. 50-7. 51 (m, 2H). 8. 63 (s, 1H), 9. 08 (br, 
1H) 

KS#t/rM (ES I -MS, m/z) : 4 5 9 (M + + 1) 
gjtfljli 11: : N' ~ {2-?PP-4-f(6, 7-5?* V^r^- 

2-/7o P -4_ [( 6> 7-^h + S/-4-*^-»/Ui:;W 7~ U 

>(56mg) $^DD*M (4ml), h »JX^;P75> (0. 3ml) leg 
fl¥Lfct£. £PP*JhM::igfl?L£ h 'J^^y> (5 Omg) £jDAT^r£T 3 
0#raif#Lfc. ^(CN-^?-^ynt 0 ;i/7 5> (26m 1) £Un;LT. $bt: 
MTll*Hft#Lfc. S^fc^^y-Jl/^to^., ^pn*;UA/p(^y-;i, 

U &m<Dik^tfa%: 4 2mg, iK^5 8%Tt#£ 0 

'H-NMR (DMSO-de, 4 0 0MHz): 6 0. 9 9 (t, J = 7. 3H 
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z, 3H), 1. 6 4- 1. 7 4 (m. 2H), 3. 08 (s, 3H), 3. 34 (t, 

3 = 7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 00 
(s, 1H), 7. 17 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 31 

(d, 3 = 2. 7Hz, 1H), 7. 38 (s, 1H), 7. 53 (s, 1H), 8. 

41 (d, J=9. 0Hz, 1H), 8. 64 (s, 1 H) 
fffi##Ht (ES I -MS, m/z) : 4 3 1 (M + +l) 
MMM1 12 :N' - (2-jyQD-4-[ (6, 

2 4 _ [ (6> 7-^ h + 5>-4-=!r^-V'J-;i/) 7-1J 

> (80mg) A (3ml), h'JX^;i/75> (0. 3ml) \Z® 

MLtz'&> ^□□*;|/ACig»l / & MJ**^r> (7 2mg) ^iP^T^ST 1 
5#IW«#Lfc. ^{3N-X^;pyot!;i/75> (44m 1) SrJDAT, 

^J@Oft-&#|£4 Omg, ^3 7 %Tf#7c. 
'H-NMR (DMSO-de, 4 0 0MHz) : 6 1. 00 (t, J = 7. 3H 
z, 3H), 1. 28 (t, 3 = 7. 1Hz, 3H). 1. 6 9 - 1. 7 4 (m, 
2H), 3. 32 (t, J = 7. 6Hz, 2H), 3. 43 (q, 3 = 7. 1Hz, 
2H), 4. 07 (s, 3H), 4. 07 (s. 3H), 7. 02 (s, 1H).V 
17 (dd, J = 2. 9Hz, 9. 2Hz. 1H), 7. 31 (d, 3 = 2. 7H 
z, 1H), 7. 36 (s, 1H), 7. 53 (s, 1H), 8. 42 (d, J = 9 . 
0Hz, 1H), 8. 6 3 (s, 1H) 
IIMI (ES I-MS, m/z) : 44 5 (NT+1) 
MWil 1-3 :N' - (2-^no-4-r (6, 7- : J* b*is- 4 
UXJI/) t^^17x-;H — N, N-v7W;l/fr 1/7 

2 -^OP-4- [(6, 7-x* h^->-4-+^-yjx;U) 7X'J 
> (1 0 Omg) ^^□□*;UA (3ml), MJX^;i>7 5> (0. 3ml) fC 
feMLtz'ik, ^PO*;i/AlC**Lfch«J^y> (9 Omg) SJnATilT 
15MHiLfc. #K:x7W;U7S> (62^1) £}JQ*.T, $f,l:i£-C 




WO 00/43366 PCT/JP00/00255 

- Ill - 

'H-NMR (DMSO-de, 4 0 0 MHz) : 6 0. 99 (t, J = 7. 3H 
z, 6H), 1. 6 6 - 1. 7 6 (m, 4H), 3. 32 (t, J = 7. 8Hz, 
4H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 03 (s, 1H), 7. 
16 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 7H 
z, 1H), 7. 34 (s, 1H), 7. 52 (s, 1H), 8. 43 (d, J = 9. 
0Hz, 1H), 8. 6 3 (s, 1H) 
KSfl-flH! (ES I -MS, m/z) : 4 5 9 (M + + 1) 

gjgMi 1 4 ;N-^;p-N' - (2-^aD-4-f (6, 7-y7 K=fr->- 

2-/7PD-4- [(6, 7->7h + y-4-^/ , J^) *Mr;/] 7-U 
> (80mg) £?cm*JPA (3ml), MJX?S>|/7S> (0. 3ml) \Z® 
MLftfe, ^PO*;UAk:**LfchU*xy> (7 2mg) ^JoAT^ra-ei 
5#M#L7c 0 *l:N-/^»7i> (43m 1) £JD;LT, ££££ 
fflT3 0#fflfl8#Lfc. /-;|/£Jd;L. 2nn*;PA/**/-;u 

U %m<D{k£!ftj£: 2 6mg, «2 4%Tt#fc. 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 5 0. 9 9 (t, J = 7. 3H 
z, 3H), 1. 3 8 - 1. 4 3 (m. 2H), 1. 6 2 - 1. 6 6 (m, 2H), 
3. 07 (s, 3H), 3. 40 (t, J=7. 3Hz, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 00 (s, 1H), 7. 17 (dd, J = 2. 
7Hz. 9. 3Hz, 1H), 7. 31 (d, J = 2. 7Hz, 1H), 7. 36 
(s, 1H), 7. 53 (s, 1H), 8. 41 (d, J = 9. 3Hz, 1H), 8. 
6 3 (s , 1 H) 

Mg##rffi (E S I -MS, m/z ) : 4 4 5 (M + + 1 ) 

^ffijl 15 : n' - {2-^DP-4-f (6, 7-v^ h^y- 4 -=E^-y 

'J-;i/) t4 : ->17x-^) -N- (4-^DD7i^l/) -N-^^;i/^l/7 
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> (8 Omg) *>7Umts)lh (3ml), hUX^;U75> (0. 3ml) \zm 
BLfz'&. ^DO^A(:^Lfch'J*xy> (7 2mg) £Jn;LTMT?l 
5 2fa«#Lfc. *(C4-^DD-N-*5 : -^7r:U> (3 5 u 1 ) £Jn*_T, 

$6>(c3 o^mtmm^bfzo Rf&mz** y-ju&m*.* tun*)),!*/*? 
y-^TjRwrsHPLcUckOflfjKL/, *»*e*LT#6nfcttft&x-T-ju 

'H-NMR (DMSO-de, 400MHz):3. 36 (s, 3H), 4. 06 
(s, 3H), 4. 07 (s, 3H), 6. 89 (s, 1H), 7. 17 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 23 (d, J = 2. 7Hz, 1H), 7. 
3 3 - 7. 3 5 (m, 3H), 7. 4 8 - 7. 5 0 (m, 3H), 8. 41 (d. 
J = 9. 0Hz, 1 H), 8. 6 1 (s, 1H) 

nmtttm (es i -ms, m/z) .-499 cm + + d 

HMflll 16 : N' -{2-^aa-4- [(6, 7 -v* 4 -^l/ll 

-;i/) ^~>] 7x_M-N, 

2-/7PO-4- [( 6> 7-v* h^'>-4-^^-\/U~;l/) 
> (5 Omg) £#DP*;l/A (2ml), h iJxfJl/7S> (0. 5ml) £jg 
£ OD^;i/A(C?g^Ufc h U*7.y> (4 8mg) £JjP;iT^ST3 
0#IBHft#Ufc. ^fCvx^;i/75 > (0. 5ml) £flD;LT, SSKMT- 

Kfomizt? y-)u%mz.s vuu-fcivk/*? s-iwwkmirz 

HPLC£«fc9**8!U ftH©fb^^3 7mg, JR^9 3%Tf#£o 
'H-NMR (CDC 1 3) 4 0 0MHz) : 6 1. 30 (t, J = 7. 1Hz, 
6H), 3. 44 (q, J=7. 1Hz, 4H), 4. 12 (s, 3H), 4. 2 
0 (s, 3H), 7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 2 
7 (s, 1H), 7. 31 (d, J = 2. 7Hz, 1H). 7. 59 (s, 1H), 
8. 15 (s, 1H), 8. 48 (d. J = 9. 0Hz, 1H), 8. 81 (s, 
1H) 

WMftffim (ES I -MS, m/z) : 4 3 1 (M + + 1) 

HUffjj 1 1 7 : N-{ 2 -2 an- 4 - C(6, 7 - >>'* 4 z*±2l3. - 
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2-/7PP-4 - [( 6> t-v* h*->-4-^l/'J=;W 7-U 
,> (5 0mg) ^i'DOMA (2ml), h U x^JU75 > ( 0 . 5ml) Cig 
$?Lfcl£, ^□□MA(MUchU*7f> (4 8mg) ^iDTtT^ST 3 
0#P^jf#L£: o Jfcfc- 7 8Mail« *3-)V7^>im.m. (1 3 0mg) £ 

mg, iK^7 0 %Tt#£« 

1 H — N M R (DMSO-d 6) 400 MHz): 52. 68 (d, J = 4. 4H z. 
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6 - 6. 8 8 (m, 
1H), 7. 21 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 37 (s, 
1H). 7. 43 (d, J = 2. 7Hz, 1H), 7. 53 (s, 1H), 8. 07 
(s, 1H), 8. 17 (d, J = 9. 0Hz, 1H). 8. 54 (s, 1 H) 
Rfi^tJfM (E S I -MS, m/z) : 3 8 9 (M + + 1) 

IWill 18 :N' -(2 □□- 4 - [(6, 1 -V* h*is- 4 -3r-fVV 
-)\>) tt : s] 7I-M-N, N--^5MUfrU7 

2-ZUU-4- [(6, 7-vp( H + '>-4-+^-yU-;i/) ^-^v] 7-U 
> (50mg) §^dd*M (2ml), h'JxW5> (0. 5ml) CS 
^no^Atzig^Lfc h U*7.^r> (4 8mg) £flO;tT^?£T 3 
O^PWLt. - 7 8S(C^L, y/f;P75>Ml (2 5 0mg) 

^iD^^-<D^s#?aL, ££fc^r&T-8fcif#L£„ s^^^^y-;u^jn^, 

^□□*;UA/;<*y-jl/TMP^T3HPLClCJ:DffiS2U SHtfMb£fe£3 3 
mg, 4P£5 3%Tf#£o 

1 H — NMR (CDC 1 :,, 4 0 0MHz) : <5 3. 1 1 (s. 6H), 4. 1 2 (s. 
3H), 4. 20 (s, 3H), 7. 05 (s, 1H), 7. 17 (dd, J = 2. 
4Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 4Hz, 1H), 7. 59 
(s, 1H), 8. 15 (s, 1H), 8. 46 (d, J = 9. 3Hz, 1H), 8. 
8 2 (s, 1H) 

nmfttirM (ES I -MS, m/z) : 4 0 3 (M + +l) 
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nmmi 19:N-(2-?Da-4-{[6-;t b*is- 7 -(3-^)1*1) J 
7°D#*-»-4-*;H/U-;i/) y^-Jl) -N' -7°Olf;U^UT 

N-{ 2-^DO-4-[(7-kh'D + y-6-^ h*is- 4 -)V) 
7ir;H -N' -7'nmu7 (7 5mg), es^'J^A (5 1 m 
g). l,3-v7 , 0^7°PA°> (7 6 /xl) ^N,N-y^fMM75F (4m 

i) \zmmv^w,-i:mmm.WLtz. mm-rm^^Lxn^ntzn^^?^ 

J§$£g5feLTf#£n£?j|$£x-x;UT&&L > N- (4- {[7- (3-7*D 
^E7'D#+-» -6-/h4 1 y-4-+ty , JzjI/] - 2-^nD7x 

— N ' -^Of^yl/JS^ 4mg> iR^7 8%Tf#?to t# <=> tlfc 4 1 
(7 4mg). pSBSrt'J^A (5lmg). ^)Ut^J > ( 1 3 0 Ml) 
i^MTi h* (4ml) MEETM£^f£bT 

U &®<D<t£®>&4 9mg, iK^6 3%Tf#fc. 

1 H — N M R (CDC 1 j, 4 0 0MHz) : 5 0. 89 (t, J = 7. 44Hz, 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6. 83Hz, 1 
H), 2. 3 3 - 2. 4 9 (m, 4H), 3. 0 4- 3. 0 9 (m, 2H). 3. 3 
2-3. 38 (m, 4H), 3. 52-3. 68 (m, 3H). 4. 03 (s, 3 
H), 4. 2 3 -4. 2 9 (m, 1H), 4. 32 (t. J = 5. 89Hz, 1 H), 
6. 98 (t, J = 5. 49Hz, 1 H), 7. 21 (dd, J = 2. 68, 9. 
03Hz, 1H), 7. 36 (s, 1H), 7. 46 (d, J = 2. 68Hz, 1 
H), 7. 53 (d, J = 7. 81Hz, 1H), 8. 03 (s, 1H), 8. 18 
(d, J = 9. 27Hz, 1H), 8. 54 (d, J=4. 39Hz, 1 H) 
nmftVrm (ES I -MS, m/z) : 5 2 9 (M + ) 

gj|Mi 20 :N- (2-^aa-4- ([6-* h^->- 7 -f 2 -^Jl/fr'J / 
Ih^->)-4-WJ^] 7iZf) -N' -7 0 De^<7l^7 

N-{2-7an-4-[(7-tFo + ->-6-^ h*:>- 4 -*7"7*U 
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7x-;H -N* -7a\Z)\,$U7 (7 2m.g); &16;&'J£A (3 0m 
gh 1,2 (6 2 Ml) ^N,N-y7fMM7S h* (4m 1 ) 

SSLTil^tlfcS^Sl-f^WL. N— (4 — {[7 — 

-6-/h + y-4-+t > / l JZJH 3"*->} - 2 -^7D07x-;U) - 
N' -7n\Z)\,Vls7*4 Omg, W4 5%Tt#fc. #£nfc*Wtf: (4 5mg), 
ttK*U^A (3 0mgh =E;WJ> (8 Owl) ^N,N-y7fWA7i 
H (2ml) «ET8l«£e*UT»£ttfc»£ 
tfifDftK**^- h »J ^A7K/§^$:JP^^ □ D^ATtfiffiLfc. 
StK^-h'J^ATfttJiL, »JET*li&B£LT»ett&3»;*£*nn*;PA/ 

ft&42mg, »5 6%T1#£ 0 

'H-NMR (CDCl s ,40 0MHz): 50. 89 (t, J = 7. 3 2Hz, 
3H). 1. 4 3- 1. 4 9 (m, 2H), 2. 3 2 - 2. 3 8 (m, 2H). 2. 
66 (bs, 1H), 2. 79 (t, J = 5. 86Hz, 1H), 3. 04-3. 
0 9 (m, 2H), 3. 2 9 - 3. 3 6 (m, 4H). 3. 5 3 (m, 1H), 3. 
5 7 - 3. 5 9 (m, 2H>. 3.. 96 (s, 3H), 4. 31 (t, J = 5. 8 
5Hz, 1H), 6. 98 (m, 1H), 7. 21-7. 23 (m, 1H), 7. 
4 1 (s. 1H), 7. 4 6 - 7. 4 7 (m, 1H), 7. 5 5 (d, J = l 2. 
69Hz, 1H), 8. 03 (s. 1H), 8. 19 (d, J = 9. 27Hz, 1 
H), 8. 5 5 (d, J = 5. 3 7Hz, 1H), 

nmnmrn (es i -ms, m/z) : 5 1 7 (m + + d 

HMffiJl 21 :N- (2-^dd-4 - {[7 - C3 -b Ko^T'ciff^y)- 

6-pc h^v-4-^^yu_;i/] a-^>} 7x-;i/) - n ' -ypbf;u^U7 

N-{2-^DD-4-[(7-tKD*->- 6 - * h + y-4-^yU^) 
7i-;W -N' -yDbf;i/^U7 (5 5mg) ,Ki*'J9A (2 0 
mg)> 3 -yot- 1 -7"P/ty-;U (6 2 Ml) ^N,N-y/fJ^A7 
5H (4ml) l:»»USlT3^|S!«j*Lt. «ffiTiS»£®£LTfc6>nfc 
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'H-NMR (CDCl 3> 4 0 0MHz): 50. 9 1 (t. J = 7. 44Hz, 
3H), 1. 2 4 (b s, 1H), 1. 4 3- 1. 5 2 (m, 2H), 1. 9 7 (t, 
J = 6. 2 2Hz, 2H), 3. 06-3. 11 (m, 2H), 3. 56-3. 7 
1 (m, 2H), 3/97 (s, 3H), 4. 27 (m, 2H), 6. 99 (t, J 

= 5. 62Hz, 1H), 7. 23 (dd, J = 2. 6 8, 9. 0 3Hz, 1H), 
7. 38 (d, J = 9. 03Hz, 1 H), 7. 47 (d. J = 2. 68Hz, 1 

H), 7. 54 (s, 1H), 8. 05 (s, 1H), 8. 20 (d, J = 9. 03 

Hz, 1H), 8. 5 5 (s, 1H) 

I1M (ESI-MS, m/z):46 1 (M + + 1 ) 



£MM1 22 :N- (2-?PD-4 - ([7 - (2-fc h'a^ylh^y) - 6 
Z*. h^->-4-^i-'/'J-;i/] -**zs) 73L-)V) — N ' -7°Dbf;[^lx7 
N-|2-^DO-4-[(7-hh'D^y-6-^ 

7i-JH - N ' -yo^;P-j7l/7 (5 0mg), mmtl U (3 0m 
g). Ifl/y^DttHiJy (44yl) £N,N- ->7fJ^M7 5 H (4 
ml) K^?LMT3P#P B M#L£o MffiT?£$&£g£LTf#bn£$£{l7j< 
%1}Q^ ^ A TtttfJLfc. W«/l£*7k^±HJ7AT^U MJBE 

TS« £ g£ L T f# £> nfe $ $ & □ □ A / * $ J - JUT' M ffl t Z> s s U t> V 

'H-NMR (CDC 1 .1, 4 0 0MHz) : 6 0. 91 (t, J = 7. 44Hz, 
3H), 1. 4 2- 1. 4 9 (m, 2H), 3. 06-3. 11 (m, 2H), 3. 
8 0 - 3. 8 3 (m, 2H), 3. 98 (s, 3H), 4. 22 (t, J = 4. 6 
4Hz, 2H), 4. 98 (t, J = 5. 37Hz, 1H), 6. 99 (t, J = 
5. 37Hz, 1H), 7. 33 (dd, J = 2. 69Hz, 9. 03Hz, 1H), 
7. 39 (s, 1H), 7. 48 (d, J = 2. 68Hz, 1H), 7. 55 (s, 
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1H), 8. 05 (s. 1H), 8. 19 (d, J = 9. 27Hz, 1H), 8. 5 
5 (s, 1H) 

Jt*#tfH! (ES I -MS, m/z) : 44 7 (M + +l) 

USSflll 23. -N- (2 -frDD-4 - [\6-* b*~>-7 - U-bfUvUP 

-4 7x_;i/) — n' -^afafJU^^y 

ISttt (N- {2-{7an-4-[ (7-tHo^y-6-^> + y-4-^t 
yj-^) ^y]7i-JH -N ' -7otf;i^U7, 80mg) .m^^U^A 
(l38mg), 4- 2 uu*?-)V WJym.MW L (4lmg) £N,N-v*5^* 
;UA75h* (lml) l:iHL80tT3B$FWL7c o KfoM%mz7k1tMX, 

^□□^;UA-7'p/\v-;i, (3/D TttffiLTc. ^®^*7jcra^hU^ 

'H-NMR (CDCh, 4 0 0MHz): 50. 9 6 (t, J = 7. 6 Hz, 3H), 
1. 5 3- 1. 6 4 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 07 (s, 3H), 5. 32 (s, 2H), 6. 66 (s, 1 H), 
7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 27 (s, 1H), 
7. 29 (d, J=2. 7Hz, 1H), 7. 41 (d. J = 5. 9Hz, 2H), 
7. 54 (s, 1H), 8. 24 (d, J = 9. 0Hz, 1H). 8. 59 (s, 
1H), 8. 6 3 (d. J =6. 1Hz, 2H) 
JfS##rM (ES I -MS, m/ z) : 4 9 4 (M++ 1) 
MffiJl 24:N-r2-gcm-4- ({6- / h*->- 7 -• [(5 -^Mn'J 

J_^k±M -4-^'/'J-;u} 7xzm-n' 

N-{2 - ^DO-4-[(7-t KD + x-6 h^->-4-^^-yj ~;i/) 
7xz;H -N' -TWJl^l/j (7 0mg), mMXVVA (3 0m 
g). ^>^/fl/>7D7^ K (8 0//1) ^N,N-y7fJl/^A7S K ,(5 
ml) C**L4»T3i$mai»Lfc. »EET*l**«4LT#Sftfc»3fc* 

T*«*«*LT»6nfcaS*X-r;Hftt^L. N-[4-({7-(5-y 
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U^>^)V) - 6 h + >'-4-+^/U— ;W -2-7 

□ □7x~;H -N* -7'Ptr;i/"7l/7£4 3mg, «4 6%T*#fc. t#£n 
fc + iai* (4 3mg), M^#'J7A (3 0mg), ^;^U> (7 Owl) £N,N 
->7f F (4ml) tjglSLiflT-lftll^Lfc. »ffiT»tttft 

mz&truu *)i a / * * 7 -;ras Wt 3 v u * 7 □ v h 7* ^ 7 w - C «fc 
DHfSBU &B©ffc£tt&3 Omg. JR¥6 8SKTfcfc. 
'H-NMR (CDC 1 3, 4 0 0MHz): tf'l. 71 (t, J = 7. 32Hz, 
3H). 2. 28 (t, J = 7. 20Hz, 2H). 2. 63 (m, 2H), 3. 0 
8-3. 14 (m, 5H). 3. 2 9-3. 3 0 (m, 5H), 3. 47 (bs, 
1H), 3. 73 (m. 1H), 3. 8 6 - 3. 9 0 (m, 2H), 4. 36 (t, 
J =4. 65Hz, 3H), 4. 46 (t, J =4. 76Hz, 1H), 4. 77 
(s, 1H), 4. 99 (t, J = 6. 34Hz, 2H), 7. 80 (m, 1H), 
8. 02 (dd, J = 2. 68Hz, 9. 27Hz, 1H), 8. 18 (s, 1 
H), 8. 27 (d, J = 2. 68Hz, 1H), 8. 34 (s, 1H), 8. 8 
5 (s, 1H), 9. 00 (d, J = 9. 03Hz, 1H), 9. 35 (s, 1 H) 
nmftVrm (ESI -MS, m/z) : 5 5 9 (M*+ 1) 
MffiMl 25 : N- {2~7PP-4-f (6-^h^f>-7 - {f5- ( 1 H- 
1. 2. 3 - h U77-JU- 1 -<UV> ^yj-M**i/\ -4-4^7'J-JU) 
t±2X2z^J}d ~N' 

h'J7 v /-;K0.41ml)^ 1 -yP^r- 5 -7PP^>^> (l.0ml)> B^ftx 
h 77^1/7 A (lOmg), *3cfctf3 MtKM^ h U «7 A?jC}§^ (lml) 
£7i?h> (10ml) CiS»L. 50"CTl8B#r B 1iS^Lfe. %.foM%®\Z*$:mZ^ 
^PP^ATSltiiLfc. #«S£&?mK^MJ£AT8;*&U MJ£T&$££ 

«U WW (390mg) 

JKff (N — {2-7PP-4-[ (7-th'D*y-6-^ h**>- 4 

»J-;iO t+y]7i"JH -N' -7°Pkf;U7U7, 80mg) ,M*'J^A (l 
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38mgh wlj£(Dq>ffli$. (52mg) 5;N,N-y^fMjl'A7i H dm 1 ) \Z 

-)v (3/D TtttBLfc. fimmzmymwti-bvvAr'i&mL, ms.Tmm 

£g£LT?#£n£3S££HPLCfCT*f§2j U 3?Htf)ft^£4lmg. JR* 

'H-NMR (CDCh, 4 0 0 MHz) : 5 0. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0- 1. 6 5 (m, 4H), 1. 9 0-2. 0 8 (m, 4H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t, J = 7. 3Hz, 2H), 4. 88-4. 
94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz, 1H), 8. 5 8 (s, 1 H) 
Mfttifm (ES I -MS, m/z) : 5 4 0 (M*+ 1) 
^iSfflJl 26 :N' - (2-^DD-4 - (f6-^h^->-7 - (4-bfU^ 

-4-^-^^/'J-;i/]^^->} 7x-;i/) -n, N-yxfj^i/ 

7 

M (N ' - [ 2 -^OD-4 -[ (7-kKo + y-6-/h4 1 y-4- + 
■^yj-;U) ^y]7i"JH - N, N-yIfJ^l/7, 83m g) U 
(l38mg). 4-^7DD^5 1 ;Hi°U^>^^ (49mg) ^N,N-^^^ 
;^Jl'A7 5 K (lml) CildLlSTlSflfWL/:, SfS^&^f^K^JjD 
^□□^;UA-yaAy-;i, (3/1) "etttiiLfc. %mm&m7kffiWii-h 
U^A«L, MffiTM^g^LTf#bnfe^$^HPLCtCT*|g!L> « 
@<ftffc-&#j£:57mg. i&^56%T't#£o 

'H-NMR (CDCh, 400 MHz): (51. 26 (t, J = 7. 3Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 08 (s, 3H), 5. 32 (s, 
2H), 6. 98 (s. 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 
1H), 7. 27 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, 1H), 8. 37 (d, J = 9. 
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0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 5. 9Hz, 2 H) 
St*##Ht (ES I -MS, m/z) : 5 0 8 (M + + 1) 

mMMl 27 :N- (2-^DD-4-{[6-^ h^y- 7- / 
-4-^7U-;H ^->} 7z-A) -N' -7°oe;u7ix7 
N-{2-^DO-4-[(7-kh'D+y-6-^ h^^-4-^^-VU-;i/) 
7x-JU} -N' -yatfJl^UJ (7 Omg), U 7A (3 0m 

g), ^>^*3^>7*n = K (8 0^1) £N,N-vp<?-;i,*JUA7S K (5 
ml) l:il)|LiigT3S|«L/: 0 MJET^I££@£LT#£n£g|£ fC7j< 
^no^ATjfittiLfc. W^1^^7KM±h'J^AT^L, ME 
T^i££g£UTf#bttfc^££x-x7l'T^&U N- (4- {[7- (4-7 

□ *7h + x) -6-^ K + ->-4-^±V>J-;i,] ^+y} -2-^DD7x 

— N ' -7"Dh;°;i/7^7£4 3mg, $^4 6 %T#£ 0 t#b*l7cTO& 
(4 3mg), ^*'J9A (3 0mgh ^JUftV > (4 0 Ml) ^N,N-v^^ 
;M^A75K (4ml) K^§?L^&T-M# ZI&EETM£©£LT 

□ □ *)v a / ;* ? j - )iT*mmr & > u ts y;u ^ □ -7 n ^* ^ 7 ^ - n £ k> mm 

U mmoikGMZ 2 3mg, W5 3%T#£. 

'H-NMR (CDC 1 3, 4 0 0 MHz ) : 5 0. 9 9 (t, J = 7. 3 2Hz, 
3H), 1. 5 6 - 1. 6 2 (m, 13H), 2. 0 0-2. 0 8 (m, 2H), 3. 
2 6 - 3. 2 8 (m, 2H), 4. 04 (s, 3H), 4. 24 (m, 2H), 4. 
7 2-4. 7 7 (m, 1H), 6. 65 (s, 1H), 6. 99 (s, 1H), 7. 
19-7. 26 (m, 1H), 7. 30 (s, 1H). 7. 3 2- 7. 3 4 (m, 
1H), 7. 51 (s, 1H), 8. 25. (d, J = 9. 03Hz. 1H), 8. 
6 1 ( s , 1 H) 

KS##tM (ES I -MS, m/z) : 5 4 5 (M + + 1) 

^fiff)! 28 :N- [2-gcm-4- ({6-^h^5>-7 - [2 - (4-^^ 
^bf^7->VlXN^->] -4-^^-'/U-^} ^x) 7x_;i/] - N ' -7° 
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N-{2-*an-4-[(7 + - * H*->- 4 -)V) 

7i-JW -N* (6 0mg), Ittft* U £A (3 0m 

g), l,2-y^DW> (7 0 ;ti) £N,N-v;WM>;i,A7S K (4m 1 ) 
C**LMT3WM«»Lfc.«ET*li*«4LT#6nfcaSK:**JlD*, 

»*LT»&*lfc»afcX-x;UTft»U N— (4- {[7- (2-^D€lh 
-6-^ h^->-4-+^\/U-;H -2-^PP7iZJW - 

N' -yPfcf;i^U7£4 6mg, JK*6 2%Tf#£. f#<?ft£TO# (4 6mg), 
&K;&'J££ (2 0mg), N-^f;Hf^7V> (5 Owl) £N,N-5>*?\H> 
*;PA75 f* (3ml) (3^L^T-M^Lfc 0 «ffiTi«ig£®3cLTft 

%&<£><t'&<&!}% 2 4mg, W5 0%Tlfc, 

'H-NMR (CDC 1 3> 4 0 0MHz) : 5 0. 9 9 (t, J = 7. 3 2Hz, 
3H). 1. 61-1. 6 4 (m, 2H), 2. 75 (m, 2H), 3. 00-3. 
16 (m, 4H), 3. 25-3. 16 (m, 4H), 3. 2 5 - 3. 2 9 (m, 
2H). 4. 02 (s, 3H), 4. 2 7 -4. 3 5 (m, 2H), 4. 78-4. 
83 (m, 2H), 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (dd, 
J = 2. 68Hz, 9. 03Hz, 1H), 7. 31 (s. 1H), 7. 49 (s, 
1H), 8. 26 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 
ftfiMrfi (ES I-MS, m/z): 5 3 0 (M + + 1) 
mmmi 29 :N-{2-?pp-4-[(7-{2- [(2-l:FDt-/lf;i/) 
OLf2k) 7$ 7] Xh^y} -6-^ h^y-4-^^-'/'J-^) ?MH>j 7 

xxjh — n ' --/Pif;i/^U7 

N-{2-^00-4-[(7-hHD+y-6-^ ^^-4-^7^-^) 
:**^] 7x-JH — N ' -^Ptf^^l/7 (65mg), j^#Ur>A (3 0m 
gh l,2-y7DtI^> (3 0 wl) 5N,N-y^fJl/*M7S K. (4m 1 ) 
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B56LT#6nfc»$SX— r;PT?«E#L, N— (4- {[7- 

-6-* h*'>-4-^^l/'Jx;U] -2 -^007x~;i/) - 

N' -7n\Z)\,V\s7Z3 6mg. iR*4 5XT»fc. ft&n&*M# (3 6mg). 
^HAU^A (3 0mg), N-^5 L ;|/X^y-;U7S> (3 0 Ml) SN.N-v 
/fMM7$ F (3ml) KjSibSl-e-Wl^t/ft. «flBT*«!£94 

fc. ff««&MzkfiltlS:rMJ?AT«jiRU «ffiT»Ji*B£LTl*£ftfc38S 
*^np^;i/A/^^y-;i/TJiwr5^U*y;p^PT h^77>r-tJ:0» 

'H-NMR (CDC 1 3 , 400 MHz): 50. 98 (t, J = 7. 32Hz, 
3H), 1. 59 (m, 2H). 1. 94 (bs, 1H), 3. 23 (m, 2H), 

4. 03 (s, 3H), 4. 07-4. 15 (m, 4H), 4. 76 (m, 4H), 

5. 35 (s, 3H). 7. 10-7. 17 (m, 1H), 7. 28 (s, 3H), 
7. 40 (s, 1H), 7. 54 (s. 1H), 8. 37 (d, J = 9. 03Hz, 
1H). 8. 6 4 (s, 1 H) 

K*##Hfi (ES I -MS, m/z) : 5 0 4 (M + + 1) 

mmmi 30 n- [ 2 □□- 4 - a 6-* n=e->-7- c 3 - u-,*?- 

ji/^7y;)7o^->] -4-WJ=;i/) 7x~;H -n' - 

N-{2-^OD-4-[(7-t Ko*->-6-^ h*'>- 4 UXJW 
**^] 7i-;H - N ' -y'a^JlOUJ (75mg), kS^U^A (3 0m 
g), l,3-y^niyD/t> (7 5 u\) £N,N-y^f;^J|/A75 K (4m 
1) fc**L£fflT?3l$Mffl#Lfc. «ET»«E*S*LT#6n&a*K:** 

^i2;gSlTff,n/:?M^X-fJH"ML, N - (4 - {[7 - (3-7*D 
t7'OJt?*J/) - 6 h + ->-4 -+t , /U=;H -2-^DD7i 
x;U) -N ' -7°ae;i/9U-7€:5 Omg, IR$5 2KT$&. ftSnfc + |BJ# 
(3 0mg), ^*'J7A (2 0mg), N-/^^7y> (4 0 Ml) £N, 
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N-y7?MM75H (3ml) LMT-*fe«#Lfc. iETii 

fta*LTf*&nfc»3 h U £A**«&Jo*£nn*;i^T 

fcS £ * * □ □ a/ * * / - ;i/T?swr * -> u a * o t h ^ 5 ? w - 1 

'H-NMR (CDC 1 3, 400MHz) : 5 0. 99 (t, J = 7. 32Hz, 
3H), 1. 5 8 - 1. 6 2 (m, 2H), 2. 2 5 -2. 5 0 (m, 3H), 2. 
7 0 - 2. 8 5 (m. 3H), 2. 9 2 - 2. 9 8 (m, 3H), 3. 25 (m, 
2H), 4. 04 (s, 3H), 4. 25 (m, 2H), 4. 83 (m, 3H), 5. 
34 (s. 3H). 6. 70 (s, 1H), 7. 21 (dd, J = 2. 68, 9. 
03Hz, 1H), 7. 26 (s, 2H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 18 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 

(E S I -MS, m/z) : 5 4 4 (M + + 1 ) 
aflfiflll 3 1 : N ' -[2 - ({6-^ h^->-7-r2- (lff- 
1, 2. 3 - h 'J 7'/-^- 1 - ^jl/) I h^y|- 4 -^t'/'Jz^} 
7x-;i/1-N, N-ylWl/J 

JSC** (N ' - [2-2UU- 4-[ (7-tKD + y-6-^h + y-4-t 
^-yiJ-;U) ^y]7HJH — N, N-y^;^U7, 83m g) U 
9 A (138m g), 2- (1H— 1, 2, 3-HJ7V0U-1 — ( )V) JL^JU 4 
1 -^>iz>X)Vyyti— h (59mg) §N,N-y^fJ^M7 
(lml) K&#U80t:Tl8l5raflfc#Lfc. EJfijg£«lK:7lc£j!jn7L 
*)VJ±-Zfun;-)\, (3/1) TttfcBLfc. MJtfATft 

+ IBH*<h h UX^;UT5> (0.027ml) O^OD^PA (lml) 'jgjftfc, O^Th 
U*7.y> (90mg) JJPAT* 30#M«#Lfc. £J&^£t)£or «^t,£t|L 
ylWi> (0.044ral) SfflJiTLTiin*, 2«FM^»tTM*T#ilLfc. £ 

JfcU&yMzmumWl7kmi- h U ^ArtigiiSSSflnx., ^Po^;i/A-yn/NV - 
)V (3/1) TlfifflLfc #*M£fc*««:rHJtfATttj*U MJETi£$£ 
B£LT»&ftfc£££HPLCCT*M8U *H0ft£tt&3Omg, 'K$29% 
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'H-NMR (CDCh, 4 0 0MHz) : 5 1. 2 6 (t, J = 7. 1Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 03 (s, 3H), 4. 53 (t, 
J=4. 9Hz, 2H). 4. 94 (t, J = 5. 1Hz, 2H). 6. 98 (s, 
1H), 7. 13 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 26 (s, 
1H), 7. 73 (s, 1H), 7. 94 (s, 1H), 8. 38 (d. J = 9. 0 
Hz, 1H), 8. 6 0 (s, 1H) 

mMMl 32 : 3 - {\4- (3-^PP-4- (r (ylW$/) £Jkfe 
MZ-LZJ 7i^y) -6-/h^y-7-WJ-JWy) 7Pbf;U 
-N, N-yXfJ^-A7-f h 

JS*4 (N ' - {2-^PP-4-[ (7-kHD + y-6-/h + y-4- + 
^•r/U-JW t+y]7i-JH -N, N-vI5P;U£lx7, 83m g) ,&gtf7 U 
£A (138m g). 3 -7Dt- 1 -yp/ty-;u (o,027ml) fcN.N-^*^;!/ 
H (lml) Kjg#L80t:Tl8l5raiI#Lfc. Efcjg^fcfcjjcfcJn*.. 

^□□^;uA-yo/ty-jp (3/D TtttBLfc. Gmm&m&mmi-hvv 

Wi:h'Jl^H5> (0.027ml) £>^PO*;kk (lml) 0 
tt'hUm*> (90mg) JP^T. 30#IBJffi#Lfc. EfcE^ttSOtCfciflL 

->*X^;U75> (0.044ml). fciRTLTJn*., 2P#P B l7&>ttTg2g£T#& L 
Ac. S^ig^ttt3fiafD^K*^h'J^A7K^**lin7L. £PP*JUA-:/P 
AV-;i- (3/1) TitMLfc. «l^lttith'JW«U MEET 
»<i*«*l/T»6nfca*ftHPLCCT««L. ^Ii©ft;£4fc£i9mg. JR 

'H-NMR (CDCh, 4 0 OMHz) : 6 1. 0 4 (t, J = 7. 1Hz, 6H), 
1. 22 (t, J = 7. 3Hz, 6H), 3. 09 (q, J = 7. 1Hz, 4H), 
3. 36 (q, J = 7. 1Hz, 4H), 3. 75 (t, J = 6. 3Hz. 2H). 
3. 97 (s. 3H), 4. 29 (t. J = 6. 1Hz, 2H), 6. 93 (s, 
1H), 7. 10 (dd. J = 2. 7Hz, 9. OHz, 1H), 7. 24 (d, 
J = 2. 7Hz, 1H). 7. 27 (s, 1H), 7. 45 (s, 1H), 8. 33 
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(d, J = 9. 3Hz, 1 H), 8. 5 5 (s, 1 H) 
WJ1 3 3 : N — f 2 -7DD-4- ({6-* h*is- 7-T3 - (4-g'J 

;u>7U7 

ISW (N— (4- {[7- (3-7Dtyn^y) - 6 -p( h^v-4- + 
■fVV-JU]tti/} -2-i?DP7i-;W — N' 80mg) , 

IKBfc&VtfA (138m g)» 4-^;U^7°htf'Jv> (22mg) £N,N-S?*^;U 
*^7S K (1ml) l:g|LIS-e3lf B 1H^Lfc, £l&S^ttt**Jn>L, 
^□□*;UA-7°D/\V-;U (3/1) TttffiLfe. ffitj|&&7fcttStt-hU2 

' H — NMR (CDCh, 4 0 0MHz) : 5 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 0- 1. 6 0 (m. 2H). 2. 2 4-2. 3 2 (m, 2H), 3. 11- 
3. 24 (m, 4H), 3. 99 (s, 3H), 4. 25 (t, J = 5. 9Hz, 
2H), 4. 7 0-4. 8 0 (m. 1h), 6. 62 (s, 1H), 7. 11 (d 
d. J = 2. 7Hz, 9. 0Hz, 1H), 7. 11-7. 16 (m, 2H), 7. 
23 (s, 1H), 7. 25 (d, J = 2. 7Hz, 1 H). 7. 45 (s, 1 H), 
8. 19 (d, J = 9. 0Hz, 1H), 8. 3 0 - 8. 3 4 (m. 2H), 8. 
5 5 (s, 1 H) 

S*7>#rffi (ES I -MS, m/z) : 5 5 4 (M + + 1) 

^MfflJl 3 4 : N— {2-7DD-4-r (6-* h=E->-7- (3-f (1 - ^ 

^-1H-1, 2, 3, 4-fh7'/-^- 5 -<;[/) ^?h7°n^^} - 

(N- (4- {[7- (3-7*D ; e7°D^+v') -6-^h*:>-4-* 

^/'Jxjupj-^SW -2-7on7x-;u) -n' -7'Ptf;i/"7i/7> 80mg) , 
j^TJU^A (138m g), 5-^Myh-l-rh7V-Jl^ (23mg) £N,N 
-y^^WAJSK (1ml) t*«LMT3«PMftMiLfc D Sj^jg^ 
fC7K^Jn^.> 7on*;|/A-7°aAV-^ (3/1) Ttti±!Lfe 0 *TttJI£*K?K 
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U M©ffc£#j£7img> «85%Tt#7c. 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 91 (t, J = 7. 3Hz, 3H), 
1. 5 1-1. 5 6 (m. 2H), 2. 3 9 - 2. 4 8 (m, 2H), 3. 17- 
3. 23 (m, 2H), 3. 56 (t, J = 7. 1Hz, 2H), 3. 86 (s, 
3H), 3. 97 (s, 3H), 4. 27 (t. J = 5. 9Hz, 2H), 4. 7 
5-4. 82 (m, 1H), 6. 63 (s, 1H). 7. 10 (dd, J=2. 7 

Hz, 9. 0Hz, 1H), 7. 24 (d, J = 3. 7Hz, 1H), 7. 44 (s, 
1H), 8. 19 (d. J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 

«S##rM (ES I -MS. m/z) : 5 5 9 (M + + 1) 

^ti&M 13 5 : N- (2-£PD-4- (r6-^h^x-7 - (3 ^jjy 

Z^D^y) -4-^±7U-;M^-^'>} 7x~;i/) - N ' 
7 

N- ( 2 4-[ (7-kh*o4 : y-6-^h + y-4-4 : t , y | Jr 

;P) ^y]7HjH -N' -7°Dtf;t/^lx7 (500mg) ,]g^#U9A (857 
rag), 1,3 -y~Ju^z?uny (o.5ml) $N,N-y/^Jl/A7$H (5 
ml) MLl?at3litF«Uc, MlET«£g£LT*#bftfc£g££7k 
£*DA, y-OP*^A/2-7PAV-^ (4/1) TttfcBL7Co Willi £«*7K5ifi 
K^- h »J 9 A T 5 !^ L . »ET*ti*eS L Tt# bttfcg! * £x-x;i/T?jfc# U 
N- (4- {[7- (3-7'Dt7"P^y) - 6 - * Y^- ; y- 4 -=^7'J ~ 
)l]**>>) - 2-^70D7x-;H -N' -7"Ptf;L/7l/7<£-451mg, JR¥ 7 
l%Tt#7Co N — (4- ([7- (3-7at7"P^y) -6-*h+v-4 
-+t7'J-^y} - 2-^7DP7x-;H -N' -7Dtf;P7l/7 (70 
mg). j^g^'J^A (54mg), bf^'Jv> (39ul) ^N.N-y^^MTi 
K (2ml) \Z®BLM&T-mmWLft. ^ffiT^££g£LTt#bn7c$£ 

MthU^AT^iL, Ml£T^£g£LTt#bn7cg5££7PP*;i/A/ 
^/-iK2 0/l)TJgPiny'JAWo7h^77^-t; ( ):DlfIL 1 
^flWffc^SraSmg, JK$50%Tt#fco 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 8 (t, J = 7. 6Hz, 3H), 
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1. 46 (br, 2H). 1. 5 4- 1. 6 6 (m, 8H), 2. 15 (br, 2 
H), 2. 44 (br, 2H), 2. 55 (br, 2H), 3. 2 0 - 3. 3 0 (m, 
2H), 4. 04 (s, 3H), 4. 27 (t, J = 6. 6Hz, 2H), 4. 77 
(t, J = 5. 9Hz, 1H), 6. 65 (s. 1H), 7, 17 (dd, J = 2. 
7Hz, 9. OHz, 1H), 7. 32 (d, 1=2. 7Hz, 1H), 7. 33 
(s, 1H), 7. 49 (s, 1H), 8. 24 (d, J = 9. OHz, 1H), 8. 
6 1 (s, 1 H) 

mmmi 36 :n- r 2 □□- 4 - ({7-* i^v-6- 12- u-*^ 

(N- {2-^DD-4- [(6-th*0 + y-7-^ h + v- 4 -^V* 'J ~ 
7i-JH -N' -7"DWU7 (5 0 Orag), 'J 7 A (8 

5 7mg), 1, 3-y7'Dt7'OA , >(0. 5ml) £N, N->?j*^M>;k& 
75 K (5ml) l;^iLiigt3WLfc. »J3ET*tt£B* LTfc&tl 

tcn^\z7^mx, 2uu*)v&/2 -7°o/w-;u (4/1) -raajLjt. w 

T^TSfc^U N — (4- {[6- (2-7'D€Ih + y) -7-*h*v-4- 
^±VU-;U] ^+->} - 2 -^DD7x-;U} — N ' -7'ohf;i/^7l/7^4 5 
lmg, JK^7 1 N— (4- {[6- + -7-* 

h^y-4-+t 1 / l J^] t*ris) - 2 -^DD7i-JH -N" -7°OtfJP 
71/7 (5 0mg), DISAU^A (4 0rag), N-^^)U\d^yi^> (5 0// 
1) *N, N-y^fMM7$H (1ml) LMT-ft«#l/&. 

£ l/Tft £nfc3£$ & 7 □ UTfsfrA/* ? J -)V?m.WtZ> y'J*y;^D7h 

'H-NMR (CDC 1 3 , 400MHz):<50. 98 (t, J = 7. 3Hz, 
3H), 1. 5 6 - 1. 6 5 (m, 2H), 1. 77 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br. 2H), 2. 71 (br, 2H), 2. 97 (t, J = 6. 
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1Hz, 3H), 3. 2 4-3. 2 9 (m, 2H), 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. 1Hz, 2H). 4. 83 (br, 1H), 6. 69 (s, 1H), 
7. 16 (dd. J = 2. 7Hz, 9. 0Hz, 1H), 7. 30 (s, 1H), 
7. 31 (s, 1H), 7. 55 (s, 1H), 8. 25 (d, J = 9. 0Hz, 
1H). 8.6 2 (s, 1H) 

St*##rfl (E S I -MS, m/z): 5 2 9 (M + + 1) 

mmn 37:N-[2-7PP-4((7-* h=fr->-6- [3 - (4-^^)1 

^7V/) ^P^y] -4-^±yj-;U} 7iZM -N' -7° 

(N- (2-^OD-4-[(6-kKD + y-7-^ h + f>-4-^^-yiJ- 
;W **5/] 7i"jH - N ' -7'Ptr^^l/7 (5 0 Omg). JMfcfriJ^A (8 
5 7mg)> 1, 3 -^^□^7*D/t> (0. 5ml) JN, N-y^fMM 
75F (5ml) t**LM"T?3P*mtti*Lfc. »BETj»«tftS*LT»Sn 
feSBSfcTfcSriffl*. 700*;UA/2-7°DAV-;U (4/1) TfflHJLfc. W 

r-frTVt&L* N- (4- {[6- (3-7d^o^-» _ 7 _^ h ^, > _ 4 
-^VJ tt*s\ -2-7007x~;b} - N ' - 7°P 1/7 & 4 

5 lmg, JR*7 lXTflfc. N- (4- {[6- ( 3 - 7*D^7 P#*:» -7 
h + ^-4-^^y*»J-;U] - 2-i?D07x"JH — N* -7"o 

tf;i/«7U7 (5 Omg), mttiWA (4 Omg), N-*fMHf^5^> (5 
Otf 1) N-y/fMM75K (1ml) l:giLtigT-»L 

«S ut# s tt&jas * * □ o a * y - wt * -> u # * □ t 

'H-NMR (CDC 1 , 400MHz):<50. 98 (t, J = 7. 6Hz, 
3H), 1. 5 8 - 1. 6 4 (m, 2H), 1. 71 (br, 4H). 2. 31 (s, 
3H). 2. 5 3 (b r, 2H), 2. 7 1 (br, 2H), 2. 11-2. 17 (m, 
2H), 2. 30 (s, 3H), 2. 5 9 - 2. 6 2 (m, 2H), 3. 24-3. 
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29 (m, 2H). 4. 04 (s, 3H), 4. 26 (t, J = 6. 6Hz, 2H), 
4. 80 (br. 1H), 6. 67 (s, 1H), 7. 17 (dd, J = 2. 7H 
z, 9. 0Hz, 1H), 7. 31 (s, 1H), 7. 31 (s, 1H), 7. 52 
(s, 1H), 8. 25 (d, J = 9. 0Hz, 1H), 8. 61 (s, 1 H) 

nmfttirm (es i -ms, m/ Z ) : 5 4 3 (m + + n 

gjgfln 3 8 : N- (2 {f7 K^*>-6- 

ISCft (N- (2-^PP-4-[ (6-hKD + y-7-^h^y-4-^t 
r/u-;w t+y]7i-M -N' 80mg) ,«K*U^A 

(I38mg). 2- UUU**M \>*)*J>mmm. <41mg) £N,N-y^;i, 
*;UA7S K dm 1 ) C**Ll20'CT3NfM*»Lfc. K^S^«rt**ilPA, 
>7UU*)lJ±-zfnrtj-)\, (3/1) TtttBLfc. #«JIS«t7K*K±hU^ 

fc£tl£54mg, iR¥55KT»fc. 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9l(t, J = 7. 6Hz, 3H), 
1. 51-1. 58 (m, 2H), 3. 17-3. 22 (m, 2H), 4. 02 (s, 
3H). 4. 69 (br, 1H), 5. 36 (s, 2H), 6. 57 (s. 1H), 
7. 08 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 21-7. 29 (m, 
2H). 7. 5 3 - 7. 5 5 (m, 2H), 7. 66-7. 71 (m. 1H), 8. 
15 (d, J=9. 0Hz, 1H), 8. 5 5 - 8. 5 7 (m, 2 H) 

mmfttm (ES I -MS, m/z) : 4 9 4 (M + + 1) 

H^Jl 39 : N- (2->7PP-4- ff7-^ h^->-6- (3-^JM*»J 

^°^-» -4-^'/'Jz:;H^y} 7i-Jl/) — N ' -•/□O/frU 
7 

JK*4 (N — (4- {[6- (3-7*P^+y) - 7 - v- 4 -*:^/'J 

-^l**^} -2-^pp7x-;u) — n ' -yoe;u>j7i/7, 54mg)' J«i 

#'J£A (l38mg). ; E;U*iJ> (0.017ml) ^N,N-y^fMJ^75 h' (l 
ml) »C*tfU20rT3l$|IIHfc#l,fc. SJfcg^&fczKfcilD*., ^dp*M 
-7"PAV-;i, (3/1) TlflfflLfc. W««€:jfc**K±h'J^ATft*L, 
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'H-NMR (CDCh, 4 0 0MHz) : <5 0 . 9 1 (t. J = 7. 6Hz, 3H), 

1. 4 7- 1. 5 9 (m, 4H), 1. 8 8-2. 0 0 (m. 2H), 2. 35- 

2. 48 (m, 4H), 3. 20 (dd, J = 7. 3Hz, 12. 9Hz, 2H), 

3. 6 2-3. 7 4 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J = 6. 
3Hz, 2H), 4. 7 4-4. 8 0 (m, 1H), 6. 63 (s, 1H), 7. 0 
9 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, J = 2. 7Hz, 
1H), 7. 42 (s, 1H), 8. 18 (d, J = 9. OHz, 1H), 8. 54 
(s, 1H) 

f?ft##Ttt (ESI-MS, m/z): 5 3 0 (M + + 1) 
140 ;N- {2-^DD-4 - f(6 - (3 - 

x~;U} -N' -fU\f.)VQV7 

mm (N— (4- {[6- (3-7o€/D^y) -7 -*h*is-4-* 
•jr*/*)- )l\**z/} -2-^007iZJW — N ' -7'Ptf^-j7lx7. 5lmg) , 
M^yJ'J^A (68mg), 2- (_*3MU75/) X^/-;|, (I5mg) £N,N- 
y/fMJl^A7$ K (lml) K&filUorT 3 f$M# Ltc. Kfo&£®\Z 

TK^inx., ^DD^^A-yoAv-^ (3/D r-mtHLfco ^mmzMTktia 

'H-NMR (CDC1.1, 4 0 0MHz) : (5 0. 9 5 (t, J = 7 . 6 H z , 3 H), ■ 
1. 5 3 - 1. 6 2 (m, 2H), 2. 0 8-2. 15 (m, 2H), 2. 3 0 (s, 
3H), 2. 58 (t, J = 5. 4Hz, 2H), 2. 68 (t, J = 7. 1Hz, 
2H), 3. 2 1-3. 26 (m. 2H), 3. 60 (t, J = 5. 4Hz, 2H), 
4. 02 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 5. 06 (t, 
J = 5. 6Hz, 1Hz), 6. 79 (s, 1H). 7. 13 (dd, J = 2. 7 
Hz, 9. OHz, 1H), 7. 2 7 - 7. 2 8 (m, 2H), 7. 48 (s, 1 
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H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1 H) 

mmmi 4 1 n- (2 4 - (r6-* h*->-7- <2-eu 22k 

•^h^vQ -4-^yu;H^-^->} 7x-;i/) -n' -7°p£;i/fr^7 

JI$4 (N- { 2-£cm-4-[ (7-th'D + y-6-/h^y-4-=^/ 
LUIO t+y]7i-iH — N' -T'oe^^l/T, 80m g) .Mft'J^A (13 
8mg), 2 -^PD^fJk'Uy>lii (4img) ^N.N-x/^l^UA 
75 H (lml) (C?^L80t:T3^jS^U/!:o SJfc^^kfcftl;^ 2u 
u*)Vk-7u/-%; -)V (3/1) TtttHt/io W^^*l7jcM^h>J^AT 

#>&8lmg, JK$82%-Cf#7Co 

'H-NMR (CDCls, 400 MHz): 50. 97 (t, J = 7. 6Hz. 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 7 5-4. 8 2 (m, 1H), 5. 42 (s, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 67 (s, 1H), 7. 08 

(dd, J=2. 9Hz, 9. 0Hz, 1H). 7. 19 (d, 3 = 2. 7Hz, 
1H), 7. 44 (s, 1H), 7. 53 (s, 1H), 7. 56 (d, J = 7. 8 
Hz, 1H), 7. 69 (dt, J = 2. 0Hz, 7. 8Hz. 1H), 8. 25 

(d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1H), 8. 6 
1 (d, J =4. 6Hz, 1H) 

nm y Mm (es i -ms, m/z) .-493 (m + + d 

mmmi 4 2 : n- (2 - - 4 - (r6 7 - o-t:u^ 

TO (N- {2-^DD-4-[ (7-kFD^y-6-/h + y-4-^y 
U;U) t^y]7i-JH -N' -7ofcMU£U7, 80mg) ,^K*U^A (13 
8mg). 3-i7DP^^;i/hfU^>lii?lg (4lmg) £N,N-^*3\Mv>UA 
75 h* (lml) {Cig»L80t:T3B#WWLfe o S«S^HtK**P^, 
□ MA-7"D/V-il/ (3/1) Tttttll/fc. hU#AT 
•EJiU «ET»*S9ibTft5tlfca$SHPLCl:Tai8l/, *®<D<b£ 
«&70mg, JK^71%Tl#fe. 
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'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 7 (t, J = 7. 3 Hz, 3H), 
1. 5 4- 1. 6 5 (m. 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 02 (s, 3H), 4. 8 2-4. 9 0 (m, 1H), 5. 30 (s, 
2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 09 
(dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 32 (dd, J = 4. 9Hz, 7. 8Hz, 1 H) 7. 47 (s, 1 

H), 7. 52 (s, 1H), 7. 84 (d, J = 7. 8Hz, 1H), 8. 26 (d, 
J = 9. 3Hz, 1H), 8. 47 (d, J = 5. 4Hz, 1H), 8. 58 (d, 
J = 3. 2Hz, 1 H), 8. 7 5(s,lH) 

S?S#tffM (ES I - MS, m/z) : 4 9 3 (M + + 1) 

^jjffjll 4 3 : N- (2-£na-4- (f6-^ h=fr»>-7- (4-bf'Jv;U 

im (N — [2-<7UU- 4-[ (7-k^D^y-6-/h^y-4- + y 
U;W t+y]7xzjW - N ' -yntJ;^U7, 80mg) ^Bfc&U^A (13 
8mg), 4-*7UU*3-))/\ZW>mmM. (4lmg) £N,N - v*^*;UA 
75 H (lml) Kig&UOt:!? 3 B#fWJf#Lfc. 

U*)lL.-7urt;-)\, (3/1) TtttiJLfc. #t$S£&*«$tf-HJ£AT 
^7 1mg, JR*71%Tt#fe. 

'H-NMR (CDCh, 4 0 OMH z) : 5 0. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m. 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s. 3H), 4. 8 6-4. 9 2 (m, 1H), 5. 32 (s, 
2H), 6. 48 (d, J=4. 7Hz, 1H), 6. 73 (s, 1H), 7. 08 

(dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 9Hz, 
1H), 7. 38 (s, 1H), 7, 41 (d, J = 6. 1Hz, 2H), 7. 54 

(s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H), 8. 61 (d, J=6. 1 H z , 2 H) 

nmfttirm (es r -ms, m/z) .-493 (m + + d 

&8fifl»J 14 4 : N- (2-ftPD-4- {T6-^ h^v- 7 - (2 -^fr'J 
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yxh^'» -4-4VUW^>} 7 x— Jl/) - N ' zTuQl^UT 
mm (N- [2-^7DO-4-[ (7 -t KD^f>-6-^ h + 

U;i/) ^->]7ii;H -N" lOOmg) -,i»at*iJr>A (i 

72mg), U-y^Ptl^/ (0.086ml) $N,N-y/f H (l 

ml) l;i«LSfit3it»Lt ^^^(^jc^ip^ ?nn*)lA- 
7°nn;-)\, (3/1) TtettiL£. ^r«**ii*«K^hu.^AT«i»L, ffi 
fET*«S«*LT#&nfc«S*x—r;PT«fej*U. (N— (4- {[7 

- + -6-^hty-4- + y'J^]t+y} 

P7x-;P) — N * + PeS!#:> &g*U*A (l38mg). 

^;u*U> (o.i7mi) $N,N-y7fMM75F dm 1 ) Kjgfleuo'CT 
2«FM*»Lfc. Ej£ig£*&fc7jc£in;L, ^□□^;i/A-yp/w-^ (3/1) 

n&as & ^ □ □ a/* * y -^tspbt s -> u * *f)vt D?h^7^- 

l;<fcOSiU ^g©Yfc£<l&£70mg. iK^54%Ti#7Cc 
1 H — NMR (CDCh, 4 0 OMHz) : 6 0 . 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 5 9 (m, 2H), 2. 57 (t. 3=4. 6Hz, 4H), 2. 
8 8 (t, J = 5. 9Hz. 2H), 3. 18-3. 2 3 (m. 2H), 3. 6 8 
(t, 3=4. 6Hz, 4H), 3. 94 (s, 3H), 4. 26 (t, J = 5. 
9Hz, 2H), 4. 98 (t, J = 5. 3Hz, 2H), 6. 41 (d, J = 5. 
3Hz, 1H), 6. 74 (br, 1H), 7. 03 (dd. J = 2. 7Hz, 9. 
OHz, 1H), 7. 14 (d, 3 = 2. 7Hz, 1H), 7. 34 (s, 1 H), 
7. 43 (s, 1H), 8. 42 (d, J = 5. 1Hz, 1 H) 

(ES I -MS, m/z) : 515 (M + + 1) 
HjffiffiJl 4 5 : N-f2-^DD-4-( (6-^ h^>-7~r2- (1H - 1, 

2, 3- HJ7'/-^- i -<;i/) ih^>i-4-^;ijjn ^-^->^7x-;ui 

-N' -7"D^7l/7 

(N- (2-7DD-4-[ (7-tHO + y-«-^h + y-4- + y 
t+y]7ir;W -N' -7*Dt!Jl/^U7, 80mg) ,&«#'J£A (13 
8mg). 2- (l.H-1, 2, 3 - b>J7V-JV- 1 X^;U 4-> 
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l-"<>1£>Z)U7*j—h (59mg) SN.N-y^^M^AJS h' 
dm I) K**Ul20*CT5l*ro«#Lfc. EJEfi£fcK:#£iDA, *nn*M, 
A-7°PA/-;U (3/1) TttttiLfc. tli^iTklithU^A^iL, 

»ET*ii*«afei/Tf»6nfca$ Sr, ? □ p/Jn^a - * * j -jvxmm vitn 

PLCCTftHL, MtfHfc£#l£92mg, CT92%T*#£. 
'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 7 (t, J = 7. 6Hz,' 3H), 
1. 5 7 - 1. 6 3 (m, 2H), 3. 2 3 - 3. 2 8 (m, 2H), 4. 01 (s, 
3H), 4. 52 (t. J-5. 1Hz, 2H), 4. 81 (br, 1H), 4. 9 
3 (t, J = 5. 1Hz, 2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 
69 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 
18 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 51 (s, 1H), 

7. 72 (d, J = l. OHz, 1H), 7. 97 (d, J = l. 0Hz, 1H), 

8. 26 (d, J = 9. OHz, 1H), 8. 48 (d, J = 5. 4Hz, 1 H) 
KS##rffi (E S I - MS, m/z) : 4 9 7 (M + + 1) 

gjggy 4 6 :N-f2-^DD-4- (( 7 — T2 — (1H - 1 - < $^/'JJ|/) 

JjC& (N - {2-^pp-4-[ (7-hh'D + y-6-^h*y-4- + y 
UJW t+x]7iZJH — N ' -^Ot°;U7l/7« 80m g) JSKrt'JtfA (13 

8mg), 2- (ih— i — r x^;i/ A-t^ii- 1 -^>-tf>7, 

(59rag) $N,N-y^fMM75F (lm 1 ) K:jg«¥Li20 

t;T5WM«^L&. EfcfflfcttfcTKfciin*., ^dp*;ua-:/d/\v-;u (3/ 

1) T'tttBLfc ****ft*«a^HJ£ATtt)iU *EET*ttte»SLT 
sl©{fc-n-#l£8lmg, i|X$82%-e#fc. 

'H-NMR (CDCh, 4 0 0MHz): H. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 2H), 1. 9 0 - 2. 0 8 (m, 2H). 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H). 4. 44 (t, J = 7. 3Hz, 2H), 4. 88-4. 
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94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd. J = 2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, J-2. 7Hz, 1H), 
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s. 1H), 8. 23 (d, 
J = 9. 0Hz, 1H), 8. 5 8 (s, 1 H) 

(ESI-MS, m/z): 4 9 6 (1VP+1) 

mmmi 47 : n- (2 -^dd-4 - r r 7 — o-hKo^a^) 

-6-^h^y-4-^yjjHt^y| 7x_;i/) - N' -7W;U»7U7 

flW (N— { 2 □□- 4 -[ (7-kFP+y-6-^h^y-4- + / 
U;W ^y]7i-JH — N' 80mg) (13 

8mgh 3-^oqB- 1 -yun;-)), (o.027ml) ^N.N-^^^^PA 
75 K (iral) Ka^LMTl8l5raft#Lfc. R*S-&ttt7fcftJpA, *n 

□ ^;ua-7'oav-;u (3/i) -cte&Lrc fii^i*Mth'j^AT 

HIT SHPLC£«fc0*MiL. M©ft^«*94mg, iK^100%Tl#fc. 
'H-NMR (CDCb, 4 0 0MHz) : <5 0. 9 2 (t, J = 7 . 6Hz, 3H), 
1. 4 5- 1. 6 2 (m, 2H), 2. 09-2. 18 (m, 2H). 3. 21 (d 
d, 3 = 7. 1Hz, 12. 9Hz, 2H), 3. 87 (t, J = 5. 6Hz. 2 
H), 3. 94 (s, 3H), 4. 31 (t, J = 6. 1Hz, 2H), 4. 81- 
4. 87 (m. 1H), 6. 42 (d. J = 5. 1Hz, 1H), 6. 69 (s, 
1H), 7. 03 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 14 (d, 
J = 2. 7Hz, 1H). 7. 36 (s, 1H), 7. 43 (s, 1 H), 8. 20 
(d, J = 9. 0Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 
^»W1 48 :N- f2 -£dD-4 - ({6-^h^f>-7 - f2 - (4-^ 

(N — (4- {[7- (2-7'DtlF^y) - 6 4 >J 
;W ^+^J - 2-70D7I-JW — N ' -7"Dtf^^I/7, 50mg), 
*'J7A (13 8mg), 1 -/^tM?v> (0. 0 5 5ml) £N, N-v 
^fJ^A7 5H (lml) t8iLSlT18«flBIII»Lfc t EJ&ESttK: 
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U ^B0Mfc£$l£5 4mg, Wl0 0%THfc. 

'H-NMR (CDCh, 4 0 0MHz): dO. 92 (t, J = 7. 3Hz, 
3H), 1. 4 9- 1. 62 (m, 2H), 2. 24 (s, 3H), 2. 35-2. 
70 (m, 2H), 2. 90 (t, J = 4. 6Hz, 2H), 3. 21 (dd, J 
= 7. 3Hz, 12. 9Hz, 2H), ,3. 94 (s, 3H), 4. 26 (t, J 
= 6. 1Hz, 2H), 4. 7 5-4. 8 5 (m, 1H), 6. 41 (d, J = 5. 
1Hz, 1H), 6. 67 (s, 1H). 7. 04 (dd. J = 2. 7Hz. 9. 
0Hz, 1H), 7. 14 (d, J=2. 7Hz, 1H), 7. 34 (s, 1H), 
7. 42 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 42 (d, 
J = 5. 1Hz, 1H) 

nmfttm (es i -ms, m/z) :52s (m + + n 

Hjffiffill 4 9 : N- ( 2 □□- 4 - {f7- (2-h h'D^yXh^y) - 
6-^hty-4-^yjJW->} 7x~;l/) - N ' -^u\j)V^VT 

(N — {2-^PP-4-[ (7-kKP + y-6-^h4 1 y-4- + y 
t*y]7i-JW — N* -yPtf^^^T, 80mg) ,£gg;frU£A (13 
8mgh 2-7'P^EX^y-^ (0.021ml) ^N,N-y^f h' (l 

ml) {C^L^fSTl8B#r^»LAco J£Jfc^£#>{C7k£iDA, yOD^A- 
7°PAV-;i/ (3/1) TftUtJLfc, ^tiii^^ic^^hU^AT^L. m 

'H-NMR (CDC1... 4 0 0MHz) : d 0. 9 6 (t, J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9 
Hz, 2H), 3. 99 (s, 3H), 4. 07 (t, J=4. 4Hz, 2H), 4. 
28 (t, J=4. 6Hz, 2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 
77 (d, J = 8. 3Hz,lH), 7. 08 (s, 1H), 7. 08 (dd, J = 2. 
7Hz, 9. 0Hz, 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 
25 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 2. 9Hz, 1 H) 
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50:N-{2-^PP-4-r(7-{2-f (2-bKD^>IfJP) 

-n' -yoe^^uy 

TO (N- (4- {[7- (2-^Otlh^» -6-* h^->-4- + y 
U;U]^^>} -2-^7 nay X.-JI) -N' -/d^I/T, 50mg) ,&B 
#'J£A (I38mg). 2- (*9\>U75 7) X^y-jU (o.040m 1 ) £N,N- 
•^^f H (lml) fc*#Lgfi-ei8l3E«#Lfc. 

*£in;^ ?pp*;ua-7p/w-;i. (3/1) t»£HL£ 0 ffllJi&attcfiK 

U &H0ffc£-4&£53mg, Ml06%T?#£. 

1 H — N M R (CDC1 3, 400 MHz). "60. 9 7 (t, 3 = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 2. 42 (s, 3H), 2. 69 ( t , J = 5. 
1Hz, 2H), 3. 00 (t, J = 5. 6Hz, 2H), 3. 26 (dd, J = 
7. 1Hz, 12. 7Hz, 2H), 3. 64 (t, J = 5. 1Hz, 2H), 3. 
99 (S, 3H), 4. 26 (t, J = 5. 6Hz, 2H), 4. 66-4. 69 
(m, 1H). 6. 46 (d, J = 5. 1Hz, 1H), 6. 70 (s, 1H), 
7. 09 (dd. 3 = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, 3 = 2. 
7-Hz, 1H), 7. 39 (s, 1H), 7. 47 (s, 1H), 8. 24 (d, J 
= 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1 H) 
(ES I -MS, m/z) : 5 0 3 (M + + 1) 

mmmi 51 :n- (2-?pp-4- (r6-/ h^->-7- o-^ftu 

/^D^y) -4-ty'JJMt^y| 7xx;U) — N ' -7°Pbf;Ufr^7 

JK# (N- (4- {[7- (3-7o^7'P^+-» -6 h^v-4-^ 
/U^Jtf^xI - 2-^PP7xXJU) — N' -7 , nmi/7> 52mg) 
B6#U£A (138m g), ; E;U7jNU> (0.044m 1 ) ^N.N-y^fMMTS 
K (lml) C»*LMTl8«FWil«sLfc. S^fi^ttfcTKSDflA, ^pp* 
)lh-y°unj~)l (3/1) TSUULfe, ff««fc*»H^hy«7AT«* 

23m g, JK*44%Tf#7Co 
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'H-NMR (CDCb, 4 0 0MHz): 6 0. 9 2 (t, J = 7. 6Hz, 3H), 

1. 4 9- 1. 6 0 (m, 2H), 2. 02-2. 11 (m, 2H), 2. 4 0- 

2. 47 (m, 4H), 2. 52 (t, J = 7. 1Hz. 2H), 3. 21 (dd, 
J = 7. 1Hz, 12. 9Hz, 2H), 3. 6 2 - 3. 6 9 (m, 4H), 3. 9 
5 (s, 3H), 4. 20 (t, J=6. 6Hz, 2H). 4. 7 0-4. 7 8 (m, 
1H), 6. 41 (d, J = 5. 1Hz, 1H), 6. 64 (s, 1H), 7. 0 
4 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 15 (d, J = 2. 7Hz, 
1H), 7. 37 (s, 1H), 7. 43 (s, 1H), 8. 20 (d, J = 9. 0 
Hz, 1H), 8. 42 (d. J = 5. 4Hz, 1 H) 

^MMl 5 2 : N-f'2 -^PD-4- (6 - ^ h^->- 7 - (f3- (4-^^ 

mm (N- (4- {[7- -6-^h*->-4- + 

^'JW^t -2-^DD7i-;W — N ' -yn\^JlOU7, 52mg) ,^ 
mtiVVA (138m g)» 1 -^J-^M^Vy (0.055ml) £N,N-^*3^ 
*;UA75 K dml) fc$#L£i&Tl8l$Pa«#Lfc. S*«^«K:**llP*. 
^□□^A-yo/W-;i/ (3/1) TttlfflLfc. $ll^»7K»h^ 

fc£#f£4img> W76%Tt#£. 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 9 2 (t, J = 7. 6Hz, 3H), 
1. 4 9- 1. 6 4 (m. 2H), 2. 02-2. 10 (m, 2h), 2. 23 (s. 
3H), 2. 3 0 - 2. 5 6 (m, 8H), 2. 52 (t, J = 7. 3Hz, 2H). 

3. 20 (dd. J = 7. 1Hz, 12. 9Hz, 2H), 3. 94 (s. 3H). 

4. 19 (t, J = 6. 8Hz. 2H), 4. 8 3-4. 9 2 (m, 1H), 6. 
40 (d, J = 5. 1Hz, 1H), 6. 69 (s. 1H), 7. 03 (dd," J 
= 2. 9Hz, 9. 3Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H). 7. 
35 (s. 1H), 7. 42 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 
8. 4 2 (d, J = 5. 4Hz, 1 H) 

Sf*##rtt (ES I -MS, m/z) : 5 4 2. (M*+ 1) • 
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&SB0IJ1 53:N-f2-?cm-4-(6-^ h^->-7- (r3- (IH-l. 
2, 3-HJ7y-;U-l— jjV) 

h»J7l/-;K0.41ml), l-ZfU^-3-2an7aA> (0.79ml), atfftr- 
h 57*^7 A (lOmg), *«k^3M7KKft±HU^A7K*« (lml) 

£7-feh> (10ml) IC»#U '50t;Tl8l5IHJft#Lfc. KJtSjfi^tCTKSJP^L, 

ML, *F«1#: (327mg) £f#7c 0 

HCft (N- {2-7PP- 4-[ (7-hFo^->-6-^h^->-4- + yiJ 
;p) «y]7i-JH -N' -7°Ptf;U7l/7, 80mg) ,jgs^#'J7A (138 
mgh ^©tfra* (43mg) *N,N-$>*^-;MWA7S K (lml) Jdigfi? 
U80'CT3l5|!Btt#Lfc. EJ6rl£&fc#*Jn;l, ^od*M-^d/V-;P 
(3/1) TttttiLfc„ *Mfcfc#«K^MJ#ATl6j*U «JET»«E*S 

iLTff^nfcsss.. 7pp*;ua / ; -)i>rmMtz>H?Laz&K>mm 

U £SO{fc£«»£5 4nig, iK$52%T'f#fc. 

•H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 2. 4 9 - 2. 5 8 (m, 2h), 3. 26 (d 
d. J = 7. 1Hz, 13. 2Hz, 2H), 4. 01 (s, 3H), 4. 15 (t, 
J = 5. 9Hz, 2H), 4. 69 (t. j = 6. 6Hz, 2H), 4. 90-5. 
00 (m, 1H), 6. 46 (d. J = 5. 1Hz, 1H), 6. 77 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J=2. 
7Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1H), 7. 61 (s, 1 
H), 7. 67 (s. 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 47 (d, 
J = 5. 4Hz, 1H) 

»*##TfI (ES I -MS, m/z) : 5 1 1 (M + + 1) 

%MM 154 :N-f2-7PP-4- ({ 7 — T3 — (lH-l--f$^/U^) 

7'P^^vl- 6 K^->-4-^yU)l/} 7x-JH-N' -7°Pbf 
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f 5 ^V-;K680rag). 1 -fn=E- 3 -fun^U^y (0.79ml)» 3^{bx 
YzrlJ-frjy^-tik (lOmg), &&UZMim\t1-YV^kvm®. (lml) 
£7-feb> (10ml) £8#U 50rTl8«$#L£ o S/ft*i£t»f37jc£2jD;L, 

@*LTf#^n7cB$S: v £ □ □ A Tit PTt 5 £ K ^5 7 >f -Id £ 9*1 
BU ^Bfttfc (1- (3-^7 □□:/□£;!/) -lH--f>yy-Jk 525mg) £ 
f#7c. 

JM£f (N- {2-^OD-4-[ (7-kFD^y-6-^h^y-4- + ; 
•J;M t^y]7i-JW — N' -yotf^^l/j. 80mg) ,£KK#U2A (13 
8mg). BfjjZliCD^rBW (42mg) £N,N- v*^;i/*;UA7$ K (lml) fzi£ 

;u (3/i) TttmLto #mmzm7mMi-hv>yAT*&iskL, m&Tmmz 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 91 (t, J = 7. 3 Hz, 3H), 
1. 4 8- 1. 6 0 (m. 2H), 2. 2 7- 2. 3 6 (m. 2H), 3. 20 (d 
d, J = 6. 8Hz. 12. 9Hz, 2H), 3. 97 (s. 3H), 4. 06 (t, 
J = 5. 9Hz, 2H), 4. 21 (t, J = 6. 8Hz. 2H), 6. 39 (d, 
J = 5. 4Hz, 1H), 6. 90 (s, 1H), 6. 9 8 - 7. 0 4 (m, 2H), 
7. 12 (d, J = 2. 7Hz, 1H), 7. 30 (s, 1H), 7. 44-7. 
48 (m, 2H), 8. 22 (d, J = 9. 0Hz, 1H), 8. 41 (d, J = 
5. 4Hz, 1H) 

MM®! 55 :N- { 2 -^Da-4 -f (7 - (2-f^ (2-h h'D^ylf 

;u) 75/ixh^>} -6-* h^->-4-^yj;u) ^;>i7x~;i/} -n 
' --7°pe;u^u7 

JSCfl (N — (4- {[7- (2-7'D^lh + y) -6-^ h^>-4-*/ 
u;u]^-+^} - 2 -^□□7x-Jl0 -N' -^DbM^U^, 50mg) 
#U2A (l38mgh 1 -pt^;Hf^v> (0.055ml) £N,N- v^fMU* 
^7$h' (iral) (3?^L^Tl8^M^L/io S^^t)(C7K^5n^, 
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2uu*,)\,k-zrurt;-)\, (3/1) vmbtz. G®mzm*tiLmi- MJ * 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 3Hz, 3H), 
1. 5 0- 1. 6 0 (m, 2H), 2. 74 (t, J = 4. 9Hz, 4H), 3. 
04 (t, J=4. 9Hz, 2H), 3. 15-3. 24 (m, 2H), 3. 60 
(t, J = 5. 1Hz, 4H), 3. 94 (s, 3H), 4. 17 (t, J = 5 . 
0Hz, 2H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 75 (s, 1H), 
7. 04 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 38 (s, 1H), 7. 43 (s, 1H), 8. 19 (d, J 
= 9. 0Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 

15 6 : N- (2-»QD-4-[ (7- {3 (2 - fc: KD^f>X^ 

;p) Ts.y]7n#*z/} -6-^ h^->-4-^yj^) tt-»7xzjH - 
n' -•/□e;i/frt/7 

(N- (4- {[7- - 6 -^h^-4-* 

yu;^^^} - 2-i?DD7i-jw - n ' -yp tr;i/^i^T, 52mg) ,^ 

(138m g), yi^/-^7i> (53mg) £N,N - *J * ^*;UA 

75 k dmi) izfeMbmuri&mmmftLtco sra^^K^ijo^ zu 
u*)\,k-yunj -)v (3/i) -cmtHLfco &Mmzm7kfaMi-h<j'y&-c 

tl£4lmg> iK^82%Tt#fc 0 

'H-NMR (CDCh, 400 MHz): 50. 89 (t, J = 7. 3Hz, 3H), 
1. 4 6- 1. 5 6 (m, 2H). 1. 9 7- 2. 0 5 (m, 2H), 2. 6 3 (t, 
J = 5. 1Hz, 4H), 2. 69 (t, J = 6. 1Hz, 2H), 3. 19 (d 
d, J = 7. 1Hz, 13. 2Hz, 2H), 3. 60 (t, J=4. 9Hz, 4 
H), 3. 94 (s, 3H), 4. 32 (t, J = 5. 9Hz, 2H), 5. 27- 
5. 35 (m, 1H), 6. 37 (d, J = 5. 4Hz, 1H), 6. 94 (s, 
1H), 7. 01 (dd, J = 2. 9Hz, 9. 0Hz, 1H), 7. 10 (d, 
J = 2. 7Hz, 1H), 7. 42 (s, 1H), 7. 53 (s, 1H), 8. 19 
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(d, J = 9. 0Hz, 1H), 8. 35 (d. J = 5. 4Hz, 1 H) 
Wmftftm (ES I -MS, m/z) : 5 4 7 (M + + 1) 
gjgjfljl 57 : N- {2-^DD-4-r(7 - (3-f 

;u} -n' -ypifji/^ix7 

(N— (4- {[7- (3-7*P^7°a#+-» -6-^h^5>-4-^ 
-2-^PD7x-;i/) - N ' -fa\d)lOU7. 52mg) 
K#U£A (138m g), 2- 3.9 J—)), (0.040ml) £N,N- 

y^^M75 F (lml) fc»»LMTl8l*m*»bfc. EJfciB^ttk: 
*£inA. i7uwfc)\,j*-zfun;-)V (3/1) TttfflLfc. *r$JI&4g?M& 

1 H — NMR (CDCI3, 4 0 0 MH z ) : 5 0.9 1 (t, J=7. 6Hz, 3H), 
1. 4 5- 1. 5 9 (m, 2H), 2. 05 (t, J = 6. 8 Hz, 2H), 2. 
24 (s, 3H), 2. 51 (t, J = 5. 1Hz, 2H), 2. 59 (t, J = 
7. 1Hz, 2H), 3. 20 (dd, J=6. 8Hz, 12. 9Hz. 2H), 
3. 57 (t, J = 5. 4Hz, 2H), 3. 95 (s, 3H), 4. 22 (t, 
J = 6. 3Hz, 2H), 5. 0 0 - 5. 0 8 (m, 1H), 6. 4 0 (d, J = 
5. 1Hz, 1H), 6. 79 (s, 1 H), 7. 03 (dd, J=2. 7Hz, 
9. 0Hz, 1H), 7. 13 (d, 1 = 2. 7Hz, 1H), 7. 4 2 6 (s, 
1H), 7. 4 3 3 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 4 
0 (d, J = 5. 4Hz, 1H) 

KS##HI (ES I -MS, m/z) : 5 17 (M + + 1) 

^MffJl 58 :N-r2-77DD-4 - ({6-* 7 -f4 - ( 1 H- 1 , 

2, 3 - h U7'/-;U- 1 -^)V) 2±±i^4^±yjJjV) 7i- 

;h-n* -7°De>ii/^ix7 

hU77-;K0.41ml), 1 -7*D^-4-77DD7^> (0.93ml), B^ftfh 
^75 1 ;U7> ; ex7A domg), ^ctl>'3M7K^b^h'J7A7K^ (lml) £ 
7-th > (10ml) fcBMfU 50rTl8l$lfflffi#Lfc. EJ&Sg^&tCTkfcflD*., 
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SHU tf¥ (1- (4-^OD^;W -1H-1, 2, 3-hV7V-;k 
314rag) £t#£„ 

ISC® (N- { 2 □□- 4 -[ (7-tHD+y-6-/h+y-4-^y 
U;W ^*>]7i^) — N' -yafcf;^l/7, somg) .j»*U»>A (13 
8mg), flujffiOtfWft (48mg) ^N.N-y^^MT^ H (lm 1 ) IZ® 

)V (3/1) nm&Ltzo fll^Mth'J^ATSjllL, »BETigl££ 
gSLTibn^^^ *nn*;UA / ^^/-;UTSBH"r-5HPLCfifc Dtt 
SSL, M®fb£&£42mg. W40%Tt#fe. 

'H-NMR (CDCh, 400 MHz): <50. 96 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 8- 1. 9 8 (m, 2H), 2. 14- 

2. 24 (m, 2H). 3. 26 (dd. J = 6. 6Hz, 13. 2Hz, 2H), 

3. 99 (s, 3H), 4. 20 (t. J = 5. 9Hz. 2H), 4. 55 (t, 
3 = 7. 1Hz, 2H), 5. 0 0- 5. 0 6 (m, 1H). 6. 46 (d. J = 
5. 4Hz, 1H), 6. 80 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 19 (d, J = 2. 7 Hz-. 1H), 7. 37 (s, 1 
H), 7. 49 (s, 1H), 7. 6 8 - 7. 7 2 (m, 2H), 8. 26 (d, 

J = 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1 H) 

ft*#*Hi (ES I -MS, ra/z) : 5 2 5 (M + + 1) 

mmmi 5 9 : N- {2-^PP-4-r(6-^h^:>-7- (r5 - (ltf- 

l, 2, 3-h'j77-jhi--fjn ^±)B^±kl -4-^y;;u) ;fr 

h U7V-;K0.41ml), 1 -yot- 5 -^DD^>^> (l.Omlh HS-ftx 
h^^Jl/J^^^A (lOmgh *5cfctf3M7kK{W-MJ£A*jgift (lml) 
£7-feh> (10ml) SOVT'immmWLtz. K&fe&mzfc&tiaX.* 

^□PTtN^AT'ffltfcStfc. MJtf ATftjtlU MJEET?£$g£ 
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tt'U 4»M# (1- (5-i?OD^>^l/-lH-l, 2, 3-hU7v*-;k 
390mg) 

HCifBf (N — {2 -?PP-4-[ (7-tFD+->-6-^h + y-4- + y 
U;U) t+->]7irJH -N" -yotf;U^U7, 80mg) 'J £A (13 

8mg), H&^O + IHft (51mg) ^N.N-v'/^MMTSH (lm 1 ) \Z& 

;U (3/1) Tttffit/c. «®^*7jc«^hU^AT^<iL, M£Tf§&£ 

SU 3EM<Z><t"&#>£33mg, »31%Tt#£. 

'H-NMR (CDCh, 4 0 0 MHz) : 5 0. 92 (t, J = 7. 6Hz, 3H), 
1. 4 7 - 1. 5 9 (m, 2H), 1. 8 5 - 2. 0 3 (m, 4H), 3. 2 1 (d 
d, J = 6. 6Hz, 13. 2Hz. 2H), 3. 9 4 (s, 3H), 4. 11 (t, 
J = 6. 3Hz, 2H), 4. 38 (t, J = 7. 1Hz, 2H), 4. 86-4. 
94 (m, 1H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 71 (s, 1H), 
7. 03 (dd, J = 2. 4Hz, 9. 0Hz, 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 31 (s, 1H), 7. 43 (s, 1H), 7. 51 (s, 
1H), 7. 64 (s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 41 
(d, J = 5. 4Hz, 1H) 

nmfttirm (ESI-MS, m/z): 5 3 9 (M + + 1) 

^MM 160 : N-f2-^OD-4 - ({ 7 - f4 - (1H-1 — f_5_y\/U )V) 

7b*'>}-6-* h*-/-4-*y u;n 7x-;h-n' -7'Pbf;u 

5 y y-;U(680 m g), l-7*P*-4-7PP7**> (0.93ml)> 3>7{t^b 
7^;P7> ; &^^A (lOmg), *5cfc^3M7Ki!{k;^-l>U^A7K^ (lml) £ 

7±b> domi) (;:igfi?U 50'CTi8B#F^WLfeo M£i£titC7k£iQ;U 
^pp^;i/ATtttBL/io Ml£&7m&:hHJ7AT$i;$U MET^S 

ML, (1- (4-^D07^) -lH--f$^/-Jk 756mg) tt% 
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"Ktt (N- {2-^OD-4-[ (7-t h*D^->-6-^ h*:>-4-* y 
t^y]7irJH — N' 80mg) (13 

8mg), *d:rXs5ai<D't>F B ^#: (48mg) £N,N - x^JWUi^ S K (lm 1 ) . 

(3/i) T*mihLtzo %mmzm*mMj-hi)'y2±T$L®L, urnrm 

MZgZLTnztirzmZZ. 9 d njfcjUA /^^y-;UTMF^1--g>HPLC[CJ; 
0«§!}U M<7Mt£^£29mg, «28%T?# 7c, 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 9 6 (t. J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 3- 1. 9 5 (m, 2H), 1. 98- 

2. 08 (m, 2H), 3. 25 (dd, J = 6. 8Hz, 12. 7Hz, 2H), 

4. 00 (s, 3H), 4. 10 (t, J = 7. 1Hz, 2H), 4. 20 (t. 
J = 6. 1Hz, 2H), 5. 08-5. 16 (m, 1H), 6. 46 (d, J = 

5. 1Hz, 1H), 6. 83 (s, 1H), 6. 97 (s, 1H). 7. 06 (s, 
1H), 7. 08 (dd. J = 2. 9Hz, 9. 3Hz, 1H), 7. 18 (d, J 
= 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 49 (s, 1H), 7. 58 

(s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H) 

HMffiJl 6 1 : N- (2 □□- 4 - (r6-^ h4^>- 7 - U-fcf'JvjU 
J*h*v) -4-^± > /'J-;H^-^v} yx.-)l) - N ' - (2, 4-y'7^ 

Hi& (N ' - { 2 -^DD-4 -[ (7-th*o + y-6-^h + y-4- + 
■f>Ji)-M t+y]7i"JH -N' - (2, 4-y7M07i-JP) 
7, 80mg) MMfiVOA (I38mg), 4 - £ o □ 'J v>&^& (4 

lmg) £N,N-S/*^*;UA7S K (lm 1 ) IC*#UMTl8B9M8l#L 
7c. S^^(C7X^iOA, i?DD^A-yn/V-jP (3/1) TtttBL/c. 

'H-NMR (CDCh, 400 MHz): 64. 0 3 (s, 3H), 5. 46 (s, 
2H), 7. 03-7. 1 1 (m, 1H), 7. 2 8 - 7. 3 8 (m, 1H), 7. 
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47 (s, 1H), 7. 50 (d, J = 5. 9Hz, 2H), 7. 56 (d, J = 
2. 7Hz, 1H), 7. 61 (s, 1H), 7. 95 (s, 1H), 8. 09-8. 
18 (m, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 57 (s, 1H), 
8. 6 3 (d, J = 5. 9Hz, 2H), 8. 8 1 (s, 1H). 9. 3 0 (s, 
1H) ' 

mmmi 6 2 .• n- {i-zuu-a- h^>-7- 

7Xh*-» -4-*j-VV=.M**i,} 7x~;|/) - N ' - (2, 4-Z?7 
MD7xZJI/) UU7 

mn (N' - { 2 -£cm-4-[ (7-hKn^>-6-/h + y-4-+ 
±'/U=;W t+x]7i~;H - N ' - (2, 4-v7MD7i^) ^1/ 
7, lOOmg) ,$mtl x )7k (857mg), l, 2 - > (0.085m 1 ) $ 
N,N-y^fWA7SF dm 1 ) fc»WLMTl8l*M«#Lfc. 
£^£7k£;tJDA. >7uu-fc)\,lx-~7ur\; -)V (3/1) TttffiLfc. 

ft#U + (N- (4- {[7- (2-7o«h + y) - 6 h^v-- 
4-*^/U=^]*4r'» -2-^0O7x-jW — N' - (2, 4-y7^ 
tn7i-JW £1/7) *|H!#, j^g^'J^A (l38mgh ^)U*U> 

(0.05ml) 5N,N-y/fMM7$F (lm 1 ) Kl»»LMTl8lSIBJ8!# 

Lfc. Kfom-Sfy^zmz., Srumsvvk-yun; -)], (3/1) TifittiLfc. 
□ p*;UA/p< ^ y -;UTSWr SHPLCfc «fc 0 !lf£! L, nmv>ik£%)*5lm g , 

'H-NMR (CDCh, 4 0 0MHz) : 6 2. 5 4- 2. 6 3 (m. 4H), 2. 

8 5- 2. 9 4 (m. 2H), 3. 6 6 - 3. 7 3 (m, 4H), 3. 97 (s, 
3H), 4. 2 5 -4. 3 2 (m, 2h). 6. 7 7-6. 8 8 (m, 2.H), 7. 

09 (s, 1H). 7. 14 (dd. J = 2. 7Hz, 9. 0Hz, 1H), 7. 
2 5 7 (s. 1H). 7. 2 6 4 (s. 1H), 7. 44 (s, IH), 7. 90 
-7. 99 (m. IH), 8. 22 (d, J = 9 . 0Hz, IH), 8. 56 (s, 
IH) 
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g£##fffi (ES I - MS, m/z) : 5 8 6 (M + + 1) 

mffiM 16 3 :N- (2-7PP-4- {\6-* h^>- 7 - (3 -^EJbfr'J 

yyp^s/) -4-^/'J-;h;**->} 7x~;U) -n' - (2. 4-s? 

7MD7Hil/) 7U7 

TO (N- (4- {[7- (3-7*n*7ost?*^) -6-* h*->-4-* 
^-V'J-;P]^-+'>} - 2 -^PP7x-;U) — N' - (2, 4-y7M07 
x— -71/7. 59m g) JMUXWA (857m g), ; 6;P7}%'J> (0.043ml) * 
N,N-y7fWM7SK (lml) l:^lIfiTl8W#Lfc. gj&jg 

^*K:*ftl)DA. ^□□^;UA-yn/ty-;i/ (3/1) "vmttiLtz. ftmm&M 

1 H — NMR (CDCla, 4 0 0 MH z ) : 5 2. 06-2. 1 6 (m, 2H), 2. 
4 3- 2. 5 7 (m, 4H), 2. 56 (t, J = 6. 8Hz, 2H), 3. 68 
-3. 75 (m, 4H), 4. 03 (s, 3H), 4. 27 (t, J = 6. 6Hz, 
2H), 6. 79-6. 91 (m, 2H), 7. 14 (s. 1H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 28 (s, 1H), 7. 29 (d, J 
= 9. 0Hz, 1H), 7. 33 (s, 1H), 7. 49 (s, 1H), 8. 26 (d, 
J = 9. 0Hz, 1H), 8. 6 1 (s, 1H) 
ftfi##rfi (ES I -MS, m/z) : 6 0 0 (M + + 1) 



&5fiffill 64:N-f2-^Dn-4- ({ 6 h**> - 7 -f3 - (4-^ 

;ubf^>V) 7°p#*->i-4-=fr^./'Jx;u} £*2> 7x-;m-n' - (2, 

4-y7MQ7iZJl/) frU7 

TO (N- (4- {[7- (3-7 , D^7"D^y) - 6 -p< h + v- 4 
^-»/U-;P]**^) - 2-^DD7l'W -N' - (2, 4-/7MD7 
x-;i/) £1/7, 59mg) ,m^^U^A (138m g). (0. 
055ml) SN.N-^fWAJ'H dm 1 ) izmmis&fc'ClffimWL 
TCo EJftjg^&KTKfcilDA. ^PP^;UA-7°PAV-^ (3/1) TttffiLfco 
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'H-NMR (CDCb, 4 0 0MHz) : 6 2. 01-2. 1 2 (m, 2H), 2. 
23 (s, 3H). 2. 2 3- 2. 8 0 (m, 8H), 2. 51 (t, J = 7. 1 
Hz, 2H), 3. 97 (s, 3H), 4. 20 (t, J = 7. 2Hz, 2H), 6. 
7 3 - 6. 8 7 (m, 2H), 7. 13 (dd, J = 2. 7Hz, 9. 0Hz, 
1H), 7. 24 (d, J = 2. 7Hz, 1 H), 7. 27 (s, 1H), 7. 3 

0 (s, 1H), 7. 44 (s, 1H), 7. 91-8. 00 (m, 2H), 8. 2 

1 (d, J = 9. OHz, 1H), 8. 56 (s, 1 H) 

^jgflll 65 :N- {2-^PD-4-r(7 - {3~r ( 2 - h H U*j/JL^)\,) 

— N ' - (2, 4 -^7Jl/^a7x-;U) 
(N — (4- {[7- (3-7DtyD^y) -6-* h*->-4-* 
-2-^P07i~;W -N" - (2, 4-y7MD7 
x-;P) <7U7, 59mg) .j^TJU^A (138m g), 2- (*h;i/7=y) X 
(0.040ml) ^N,N-y^fM^A75 h* dm 1 ) »C»#l/M"Cl 
8l$WiI#Lfc. S^S^JCTK^llDA. 9uwfc)\,k--7unj-)V (3/1) 

ttfcSSfcX-T^TftifU SS©^f»^58mg. »100%Tf#fc. 
'H-NMR (CDCb, 4 0 OMHz) : 6 2. 0 6 - 2. 1 6 (m, 2H), 2. 
30 (s, 3H), 2. 57 (t, J = 5. 1Hz, 2H), 2. 65 (t, J = 

6. 8Hz, 1H), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t, J = 6. 1Hz, 2H), 6. 79-6. 91 (m, 2H), 

7. 18 (dd. J=2. 7Hz. 9. OHz, 1H), 7. 28 (d, 3 = 2. 
7Hz, 1H). 7. 37 (s, 1H), 7. 48 (s, 1H), 7. 96-8. 0 
6 (m, 2H), 8. 26 (d, J = 9. OHz, 1H), 8. 59 (s, 1 H) 
K*##tM (E SI-MS, m/z): 588 (M + + 1) 

HMffj! 166:N-f2-^DD-4- ({ 6 - ^ H4-'>~ 7 - f2 - (4-^7- 
jk^lz^Z) lh4yl-4-^;'j;H 7xx;H-N' - (2, 4 

-V-7)l*U7 3L-)V) OUT 
Mm (N- (4- {[7- (2-7DWh + x) - 6 - * h*->- 4 / 
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U;P]^-» -2-^DD7iZ;W -N* - (2, 4-y7M07i'jP) 
^1^7. 50mg) ,kK*'J^A (138m g), l-^f^^7y> (0.055ml) 
£N,N-y7f H (lm 1 ) fc**LMTl8l$IIMI#Ljfc. SJfr 

ri^#|{C7K^JD^. ^□D*M-7'n/V-;i/ (3/1) T&fflb/i, f|l 

'H-NMR (CDCh, 4 0 0MHz) : 5 2. 31 (s, 3H), 2. 40-2. 
75 (m, 8H), 2. 95 (t, J=6. 1Hz, 2H), 3. 99 (s, 3H), 
4. 31 (t, J = 5. 9Hz, 2H), 6. 48 (d, J = 5. 1Hz, 1H), 
6. 8 5 - 6. 9 6 (m, 3h), 7. 12 (dd, J = 2. 7Hz, 9. OH 
z, 1H), 7. 15 (s, 1H). 7. 22 (d, J=2. 7Hz, 1H), 7. 
40 (s, 1H), 7. 47 (s, 1H), 7. 9 4-8. 0 3 (m, 1H), 8. 
25 (d, J = 9. OHz, 1H), 8. 49 (d, J = 5. 1Hz, 1 H) 
^MMl 67 :N~ {2-^DO-4-f(7 - {2-\ 

ra/ixh*^} -6-^ b*i/-4-*y u;u) ^-^->i7x-;i/} 

- N ' - (2, 4-y7MQ7i-JW frU7 

IK®- (N — (4- {[7- (2-7*Dilh^y) - 6 - ;* f>*v- 4 
U;U]**i/} -2-9uu7x.-)V) -N' - (2, 4-77M07iZjW 
9L/7. 50mg) ,jk1*U7A (l38mg). 2- (/^75/) X^/-JU 
(0.040m 1 ) *N,N-$>jWUjM/A75 F (lm 1 ) fC^L^fiTl8B#^ 
WLfc. KJf&S^tttTK^JD^., ^na^A-yn/V-JI/ (3/1) Tttl 

»3£X-TJraft£U *jHO^tt*48mg, »97%Trf#fc. 
'H-NMR (CDCh, 4 0 0MHz) : 6 2. 4 4 (s, 3H), 2. 7 1 (t, 
J = 4. 9Hz. 2H), 3. 02 (t, J = 5. 6Hz, 4H), 3. 66 (t, 
J = 5. lHz. 2H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 8 0 - 6. 9 3 (m, 2h), 
7. 11 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 45 (s, 1H), 7. 9 6- 8. 0 4 (m, 1H), 8. 
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25 (d, J = 9. 0Hz, 1H), 8. 48 (d. J = 5. 1Hz, 1 H) 
nt&Ml 68 :N- (2-?pp-4- Q-^EJUfr'J 
y^P^y) ZL±JZ±lJlM^±kl Z*^2k> -N' - (2, 4-y7JP 
tD7iIJl/) 7U7 

JK# (N— (4- {[7- -6-^h^->-4- + 

y" U^]**^} - 2 -^P07i-;|/) -N' - (2, 4-y7MD7x" 
#ly7. 50mg) (I38mg), ^;|/t}nIJ> (0.044m 1 ) £N, 

N-y/fM^AJSF (lml) II^I?L^Tl8l£P B W£Lfc. 
tlKlzk^D*., ^DD*;UA-7p/V-;U (3/1) TttffiLfc. W^UI^M 

'H-NMR (CDCb, 4 0 0MHz) : <5 2. 0 6-2. 1 6 (m, 2H), 2. 
43-2. 51 (m, 4H), 2. 56 (t, J = 7. 3Hz, 2H), 3. 68 
-3. 74 (m, 4H), 4. 00 (s, 3H), 4. 25 (t, J=6. 6Hz, 
2H), 6. 47 (d. J = 5. 1Hz, 1H), 6. 8 4- 6. 9 3 (m, 2H), 
7. 06 (s, 1H). 7. 12 (dd, J = 2. 7Hz, 9. OHz, 1H), 

7. 22 (d, J = 2. 9Hz, 1H), 7. 42 (s. 1H), 7. 47 (s, 
1H). 7. 9 5 -8. 0 4 (m, 1H), 8. 25 (d, J = 9. OHz, 1H), 

8. 4 8 (d, J = 5. 4Hz, 1 H) 

mmmi 69. -n- (2 - ^ □□ - 4 - tr6-^ h*~>- 7- (3-euv;u 

*b*~» -4-^yjJWy) 7x~;i/) — N ' - (2, 4-^y)l^n 
7x.~)V) 7U7 

N— (2-^PP-4-[ (7-hFD^->-6-^h^y-4-+yij;W 
t+y]7x-jH -N' - (2, 4-y7MD7i-^) (55mg), 
^*U9A (31mgh 3 -tfPU^PU (22mg) £N, N-v* 

?wm7sh (lmi) \z®ml, 8omnm^mwLrc a mi£T®mz , gik 
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'H-NMR (CDCb, 4 0 0MHz): 54. 03 (s, 3H), 5. 3 1 (s, 
2H), 6. 49 (d, J = 5. 4Hz, 1H), 6. 7 7 - 6. 8 8 (m, 2H), 
7. 10-7. 1 6 (m, 2H), 7. 3 1-7. 3 5 (m, 1H), 7. 4 8 (s, 
1H), 7. 54 (s, 1H), 7. 86 (d. J = 7. 8Hz, 1H), 7. 96 
(s, 1H), 8. 03-8. 10 (m, 1H), 8. 32 (d, J = 9. 0Hz, 
1H), 8. 42 (s, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 59 
(d, J = 3. 9Hz, 1H), 8. 7 7 (s, 1 H) 
gySffill 7 0 :N-f2-^nD-4-((6-^h^'>-7-r2 - (1H~1, 2, 
3-h'J7'/-^-l--fJl/) xS^vl-4-^y IW 7x.-M- 
N' - (2, 4-/7Mn7i^) OUT 

N - {2-£on-4-[ (7-tFD^y-6-/h4y-4- + ;UJW 
t+y]7i-JH — N" - (2, 4-y7^tD7x-j|/) -7U7 (55mg), 
j»8*'JC7A (31mg), 2- (1H-1. 2, 3 - h 'J 7 *J—)V- 1 — f X 
4-*7)V- 1 -^>-t?>7Jl>*:J— h (36mg) £N, N-v^JI/* 
;i/A75K (1ml). tC?£«?U 80«Tlfl#rajft#l,fc. MJ£TO$£g£LTf# 

*nn#;kkJl£&#«^MJ£ATft«U *JBET*«*e*LT#&n>5: 

'H-NMR (CDCb, 400 MHz): 64. 02 (s, 3H), 4. 53 (d, 
J=4. 9Hz, 2H), 4. 95 (d, J = 5. 1Hz, 2H), 6. 47 (d, 
J = 5. 1Hz, 1H), 6. 8 3 - 6. 9 2 (m, 2H), 7. 11 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 16 (d, J = 2. 7Hz, 1H), 7. 
39 (s, 1H), 7. 52 (s. 1H), 7. 58 (s, 1H), 7. 70 (s, 
1H), 7. 76 (s. 1H), 8. 00 (s, 1H), 8. 01-8. 07 (m, 
1H), 8. 29 (d, J = 9. 0Hz, 1H), 8. 49 (d. J = 5. 4Hz, 
1H) 

HMffJl 7 1 : N- (2-/ h*->-4- {[6-^h^->-7 - 

; 7 art* i,) -4-^±-yj-^] 7i^) - N ' -7'a¥)WU 
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N-4- [(7-hHO + y-6-/ V3ris-4-*r-rW-)V) -2 
h+->7z-;H — N' (1 0 Omg), j^RAU^A (1 

38mg), 1, 3 -y^otyn/O (5 6mg) £N, N-y^^*;|/A7 
5 H (5ml) t*ililT3l9MII»l& 1 *EET»»S«SLfc»Sn£ 
BSC* Sin*., ^Do^;PA/2-yn/ty-;u (4/1) TfaffiLfco Wit 

s * m?i<.mm t v u a -eft* l , mjeetm * l t*# <=> tuta $ £ x- x 

N- (4- [7- - 6 h + ~>-4 - 

^^-VU-;U] t+^-2-^h + y7iZJH -N' -7"Ptf;U£l'7£5 3 
mg. JR*4 1fcT?»fc. N- (4- {[6- (3-yotyo^-» -7-* 

h+^-4-^\/u=;H -2-cuuyjL-)V) — n ' -7°ptf;u 

■y-l/7 (5 Omg), k^U^A (6 Omg), N-^^tf ^-J> (100 
Itl) *N. N->7fM^A7$h' (2ml) CglLtlT 1 6 R#|igj$|# 

•7h^97-<-tJ:0»fi!L, &m<DQC&®*2 2mg, ff4 2%Tit. 
'H-NMR (CDC 1 3 , 4 0 0MHz): «5 0. 97 (t. J = 7. 6Hz, 
3H), 1. 5 6- 1. 6 0 (m, 2H), 2. 14 (br. 2H), 2. 50 (b 
r, 4H), 2. 58 (br, 2H), 3. 2 3 - 3. 2 6 (m. 2H), 3. 74 
(br, 4H), 3. 87 (s, 3H). 4. 04 (s, 3H), 4. 27-4. 3 
1 (m, 2H), 4. 6 2-4. 6 4 (m, 1H), 6. 65 (s, 1H), 6. 7 
9-6. 85 (m, 2H), 7. 33 (s, 1H), 7. 53 (s, 1H), 8. 1 
0 (d, J = 8. 5Hz, 1H), 8. 62 (s, 1 H) 

(ES I -MS, m/z) : 5 2 6 (NT + 1 ) 
gySffi]172:N- (2, 4-y7MQ7i^) -N' - (2-^h-^v- 
4- {[6 -^h^->-7- (3 -^l/fr'JVT'P^v) - 4-*rj-W=.)l] 
7xZJl/) fr^7 

N- (2, 4-y7WD7i-W — N ' -4- [( 7 - t K P* v- 6 - ^ 
h + ->-4-+±'/U-;W - 2 h + ->7x-;P7I/7 (3 7 5m 
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g), ^B&fc'JtfA (442mg), 1, 3-y7D^^o;t> (2 4 2mg) £ 
N, N-y7fMM75F (5ml) 3 mW9t&L1t. MS. 

#U N- {4- [7- (3-yoqE"/P^^i» -6-* h*is-4-*j-V 
U-;U] t=t : x-2-^h=l ; y7xZJH — N' - (2, 4-y7J|/tD7i- 
;W 7l/7£2 lOmg, W4 5%«. N- (4- {[6- (3-7nt7 
□ -7-* h + x-4-+^-yU-;U] -2-i7DD7i-JH 

-N 1 -7*ot;^|/7 (13 0mg), h 'J X^;i/7 5 > ( 0 . 5ml), ^ 
*U> (0. 5ml) £N, N-y/?WM75F (4ml) K:8*LM 

'H-NMR (CDC 1 . , 4 0 0MHz) : <5 1. 9 7- 2. 0 0 (m, 2H), 
2. 39 (tor, 4H), 2. 49-2. 51 (m, 2H), 3. 58-3. 60 
(m, 4H), 3. 88 (s, 3H), 3. 98 (s, 3H), 4. 25 (t, J = 
6. 3Hz, 2H), 4.. 27-4. 3 1 (m, 2H), 4. 6 2 -4. 6 4 (m, 
1H). 6. 84 (dd, 1 = 2. 7Hz, 8. 8Hz, 1H), 7. 03-7. 
07 (m, 2H), 7. 2 8 - 7. 3 4 (m, 1H), 7. 38 (s, 1H). 7. 
55 (s, 1H), 8. 11-8. 17 (m, 2H), 8. 55 (s, 1 H), 8. 
74 (s, 1H), 9. 1 8 (s. 1H) 
KM#*/Tffi (ES I -MS. m/z) : 5 9 6 (M + + 1) 
^MffJl 7 3 : N— (2-* h=fr->- 4 - {f6-^h^v-7- 

K»'(N- (4-[ (7-hh'D + y-6-^h + y-4- + yU;i/) 
-2 1 ^h + y7i-;H — N' -7°oe;U7U7> 80mg) ,fl«;&U£A (l 
38mg). l,3-y7D^7D/t> (0.10ml) 5N,N-yVfj^A7i F 
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(lml) iZ®BL%Ummfcm&Ltco frfom&mzfrltmx.. ?dp*;u 
mS^U^A (l38mg)« =E)Vt^)> (0.040ml) ^N.N-y/^J^ATS H 

(lmi) \zmMLmux'i8mmm^Lrz> Kmm^mzy^mx, truuM 
a-7'dav-;u (3/1) rttottivrz, Gmm&mfcimi-.hvv&Ti&igkL. 
mEETmm l t# e, wtm <* £ 5 □ □ a/* $ y -j^-cmmt z> u 

'H-NiMR (CDCb, 4 0 0MHz) : <5 0. 9 5 (t, J = 7. 6 Hz, 3H), 

1. 5 2- 1. 6 9 (m, 2H), 2. 06-2. 15 (m. 2H). 2. 4 3- 

2. 49 (m, 4H), 2. 55 (t, J = 7. 3Hz, 2H), 3. 23 (dd, 
J = 6. 1Hz. 12. 9 Hz, 2H), 3. 6 7 - 3. 7 2 (m, 4H), 3. 
81 (s. 3H), 4. 00 (s, 3H), 4. 24 (t, J = 6. 8Hz, 2H), 
6. 44 (d, J = 5. 1Hz, 1H), 6. 68 (d, 3 = 2. 4Hz, 1H), 

6. 76 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 40 (s, 1H), 

7. 53 (s, 1H), 8. 12 (d, J = 8. 8Hz, 1H), 8. 44 (d, 
J = 5. 1Hz, 1H) 

^mmi 74. -N- (2-^K^f>-4 - (f6 h*is- 7 - (4-bT'Jy 

UjM^^->} 7x~;u) -n' 
(N- U-[ (7-kh'D^-/-6-^ h + >/-4- + y UJU) 
-2-* h + v7i-;H -N" -7°Dtr;i^^U7, 80mg) .ftBt^'J^A (l 
38mg), 4 -^no^^ey (48mg) £N,N - v;Wl/*;PA 

75 K (lml) Ci§il^Tl8StrWLt. SJ&Jg^ftKlTKfcan*., >7U 
Ui£)\,k--7unj -)V (3/1) TttttJLfc. «®^M7K^^-hU>7AT' 
ML. »ffiT*«ft«*LT»6t(fe»**. i7Da^W^^;-ra 

MT*HPLctz«to«fjs!t, »jB©<b^«*65mg, im67%rmtz. 

'H-NMR (CDCh, 4 0 0MHz): 60. 9 5 (t. J = 7. 3 Hz, 3H), 
1. 5 2 - 1. 6 9 (m, 2H), 3. 24 (dd. J = 7. 3Hz. 12. 9H 
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z, 2H), 3. 8 2 (s, 3H), 4. 06 (s, 3H), 4. 63-4. 69 
(m, 1H), 5. 32 (s, 2H). 6. 46 (d, J = 5. 4Hz, 1H), 6. 
68 (d, J = 2. 7Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 8. 5H 
z, 1H), 7. 37 (s, 1H), 7. 42 (d, J = 6. 1Hz, 2H), 7. 
59 (s, 1H), 8. 14 (d, J = 8. 5Hz, 1H), 8. 43 (d, J = 
5. 4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 



mffiWl 7 5 : N-X^JU-N' - (4- (f6-/ h^rv-7- (2-=E)l* 
U7Xh*-» -2, 5-y^fJl/7xZJl/) -^1/7 

0tt (N-X^;U-N' - (4-[.(7-bKD*y-6-^b + y-4- + 
y»j;W 2, 5-y/^7i-jH ^7^7, 76rag) .kS^U^A 

(I38mg), l,2-y^D ; Ei^> (0.085m 1 ) *N f N-^^;|/*;UA7S 
K (lml) Kfc#LgffiTl8l$M«#Lfc. £fcjg£«»K:7K£;&n;t. 
;UA-yp/V-;p (3/1) TttfcHLfc. HJtfATtt* 
U »flET»«ES:ff55LT»Snfc«S«:'x— r;i/Ti5fe*L. *|HI# (N- (4 
- {[7- (2-^n^Xh^iy) -6-* h*«>- 4 U;U]^+-» -2, 
5-y/^7i-JW -N* -X^U^I/T) £f#fc„ +M#, A 

(I38mg)> t;U^U> (0.044ml) SN.N-^^fWAJS H (lml) 

;l/ (3/1) TlfiiiiLfco W«SS:_*S*ttBt^KU^ATl£JSL. WETiSKE* 
U SHtf)ft;£tl£72mg. «73 

1 H — N M R (CDCh, 4 0 0MHz) : 5 1. 1 0 (t. J = 7. 3Hz, 3H), 
2. 07 (s, 3H), 2. 16 (s, 3H), 2. 5 3 - 2. 5 9 (m. 4H), 
2. 8 8 (t, J = 5. 9 Hz, 2H), 3. 2 0- 3. 3 0 (m, 2H), 3. 
66-3. 71 (m, 4H), 3. 96 (s, 3H), 4. 26 (t, J = 5. 9 
Hz, 2H), 4. 7 3 -4. 8 2 (m, 1H), 6. 16 (s, 1H), 6. 2 
3 (d, J= 5. 4Hz, 1H), 6. 88 (s. 1H), 7. 35 (s, 1H), 
7. 40 (s, 1H), 7. 50 (s, 1H), 8. 38 (d, J = 5. 1Hz, 
1H) 
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mmmi i 6 n-n- ({6-* h*->-7-r3- u-tj-frvuvs) 

yD^yl-4-^;'JJH -2, 5->7f^7i^H-N' -"7° 

UU (N- {4-[ (7-tKD + y-6-^h + y-4-+y UJU) 
-2, 5-y/f^7x^} -N' - kMl^ 1^7, 80mg) U >7 

A (l38mg), 1, 3-yyD ; E7'nA'> (0.10ml) ^N.N-v^JM^A 

75 k dmi) \z®mf£urism?*mwistzo fcfc&smazmz., 

□ *^A-7°OAV -)V (3/1) TtttUL,^. W^Jl^^MT-hU^A-e 
tt*L» M£TM£@£LTf#£ft£SI££, X-5\>UT&& U 4>^^ (N 
- (4- {[7- (3 -yntyn^y) - 6 h*->- 4 U^]** 
->} -2, 5-y7WxzjW -N' - 7 □ tf;U-7 U-7) £t#fc. +p B w, 

P^^U^A (l38mgh 1 -^^;l/tT^7V> (0.055ml) ^N.N-^^^JI/ 
*;UA75 K (lml) ('?^L^Tl80#P^WLfe. S^^fCTk^JPA, 
^□□^;PA-^D/ty-;i/ (3/1) tWlfc, MJi£&7k5S^ N 'J ^ 

{t£#l£33mg. »31%Tf#£ 0 

'H-NMR (CDCh, 400 MHz). -50. 91 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1.5 8 (m, 2H), 2. 0 7 - 2. 2 0 (m, 2H), 2. 12 (s, 
3H), 2. 23 (s, 3H), 2. 28 (s, 3H), 2. 3 3 - 2. 7 0 (m, 
10H), 3. 21 (dd, J = 7. 3Hz, 13. 4Hz, 2H), 4. 00 (s. 
3H), 4. 24 (t, J = 6. 6Hz. 2H), 4. 6 4-4. 7 6 (m, 1H), 
5. 9 5 - 6. 0 5 (m, 1H), 6. 27 (d. J= 5. 1Hz, 1H), 6. 
95 (s, 1H), 7. 3 9- 7. 4 3 (m, 2H), 7. 54 (s, 1H), 8. 

42 (d, J = 5. 1Hz, 1H) 

»S##rM (ES I -MS, m/z) : 5 3 6 (M + + 1) 

«ff]17 7:N- (2, 4-v7JkfrD7x-;l/) — N ' -f4- ({6-*h 

*^-7-f2- (ltf-1, 2, 3-h'J7'/-^-l-<^) Xh^yl-4 

-*7'J;H ;t*v) -2, 5 -v^^;| / 7x-;H'7U7 
fCift (N - (2, 4-/7MD7xZ;i/) — N' - {4-^[ (7-kHo^ 
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i>-6-* h*>>-4-*; U;U) 2. 5-y^f^7x-JH £ U 

7, 93mg) .^KAU^A (l38mgh 2- (1H-1, 2, 3-HJ7V- 
)U- 1-^)1) X^jU l-^>iL>X)Uy^f—h (52mg) * 

N,N-v;*5SlU*;UA7 5 F dm 1 ) f;:}g#L80 , CT 5 l*|BH!#Lfc. E^jg 
Sttfcfcfcftl*., 7 0D*J|/A-7*D/\7-^ (3/1) Trttmb7Co 111^ 

;UA/^^y-;i/T®IH1-SHPLCt«fc0»i!!L, £80fls£#j£33mg, iRsjs 
30%Tt#£. 

'H-NMR (CDCh, 400 MHz): 52. 10 (s, 3H), 2. 19 (s, 
3H). 4. 01 (s, 3H), 4. 51 (t, J=4. 9Hz, 2H), 4. 9 
3 (t, J = 5. 4Hz, 2H), 4. 94 (s, 1H), 6. 28 (d, J = 
5. 1Hz, 1H), 6. 7 5- 6. 8 8 (m. 2h). 6. 9 0 (s, 1H), 7. 
36 (s, 1H). 7. 58 (s, 1H), 7. 60 (s. 1H). 7. 73 (s. 
1H), 7. 9 9 (s, 1H), 8. 0 8 (dd, J = 9. 3 Hz, 15. 1 Hz, 1 
H), 8. 4 1 (d, J = 5. 1Hz, 1H) 

IWJl 7 8 : N' - (2-^cm-4- (f6-* h^v-7- (2-^;^ 

U7xh^-» -4-^^-'/u-;m^->} 7x~;u) -n, n-v^^ 

U7 

IRA (N ' - { 2 -[ (7 -t h'D^y- 6 h*v-4 

^-VJ-;i/) t+y]7i-JH — N, N-y^Wl/T, 80mg) 'J 
£A (138m g), l,2-y7*DW> (0.085ml) £N,N-v*?\M/*;kk 
75 H dml) fc»*LMTl8WIBHl#l,fc. EJfc££*£*£iiD*.. 9u 

u*)Vh-7un;-)\, (3/i) TttffiLfc. w«JHS^7Ksai6^-h'j^A-r 

- (4- {[7- (2-7*D^Xh + y) - 6 - * h*<>- 4 -*^/U XJUJ* 
-2-^DD7i-JW -N, N-5>*f\n>£U7) Sfcfc. ^ 
B6#U£A (l38mgh ; e;U*'J> (0.043ml) SN,N-y^fMM7S ^ (l 
ml) fc»*L£MT-lftJf#l,fc. S^^tJlC7K^iPx.. £on*;P£-7 
□ /V-;U (3/1) TffflUJUfc. MJ*ATftj*U ftBE 
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'H-NMR (CDCh, 400 MHz): 52. 58-2. 66 (m, 4H). 2. 

9 0-2. 9 8 (m. 2H), 3. 08 (s, 6H). 3. 7 0 - 3. 7 9 (m. 

4H), 4. 02 (s, 3H), 4. 2 9-4. 3 7 (m, 2H). 6. 97 (s, 

1H), 7. 15 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24-7. 

26 (m. 1H), 7. 29 (s, 1 H), 7. 49 (s, 1 H), 8. 36 (d. 
J = 9. 3Hz, 1H), 8. 6 0 (s, 1 H) 

mmttffim (es i -ms, m/z) : 5 0 2 (m + + d 

^Mffill 7 9 : N' - (2-?DD-4- U6-^ h*->-7- U-^Uft 
'J/^h^f» -4-*1-VV=.Mttis} 7i-J^) — N. N-v*^;i^ 

(N* - (2-^DD-4-[ (7-th'a + y-6-^h + y-4- + 
^->]7x-;n — N, N-v^^UtfUT, 80mg) ,^K*'J 
7 A (138m g). l,4-i?7n*'79> (0.12m 1 ) SN.N-y/^M^AJ 
5K (iral) fc»*LMTl8i*M«»Lfc. EJ6»£toK:#fcao*, £nn 
^l/A-yD/V-JI/ (3/1) TttttL/t. W««^7KWEK^hU^AT«: 
SRU «£ET*tt*S4LTf»&nfc»$*x--T-;PTft»L, *ffl# (N ' - 
(4- {[7- (4-7'D^7'h+;» - 6 - * 4 VU X;U]:** 

^} -2-^do7i"JH — N, *Wfc, mW. 

#UtfA (I38mg), ; &;i/*U> (0.043ml) SN,N--^*3F;U*;UA75 K (l 
ml) l:^?LlST-^Lfc. S^/l^Wd* ?nn*;i/A-7° 
unj-)V (3/1) TfflffiLfc. #M***»»^h'J«5rAT«!*L, MEE 
TJgJi*®* LTf# 6 nfcS£ £ tun *;ua/* * y -^TJIP^TShplcK: 

'H-NMR (CDCh, 4 0 0MHz): « 1. 6 7 - 1. 7 7 (m, 2H), 1. 
9 3 - 2. 0 3 (m, 2H), 2. 3 9 - 2. 5 0 (m, 4H), 3. 67 (s, 
6H),- 3. 6 4 - 3. 7 5 (m, 4H), 4. 02 (s, 3H), 4. 21 (t, 
J = 6. 6Hz, 2H), 6. 97 (s, 1H), 7. 16 (dd, J = 2. 7H 
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z, 9. 3Hz, 1H), 7. 26 (s. 1H), 7. 28 (s, 1H), 7. 2 
9 (d, J = 2. 7Hz, 1H), 7. 48 (s, 1 H), 8. 36 (d, J = 9. 
3Hz, 1 H), 8. 5 9 (s . 1 H) 

IIJIMi 80. -N* - (2-^cm-4 - {f6-^ h^->-7- (4-bf'JS? 

jM_h±id -4-^-^yj-;H^->} 7xzj|j -n, N-v^^;i/r>i/ 

7 

W# (N ' - {2-?nn-4-[ (7-kh'D + y-6-^h^y-4- + 
^-VJ-;|/) t*->]7i-;H -N, 1/7, 50mg) ,^K*iJ 

7 A (138m g). 4-9nu*?)l,\£V*?>iltm&. (49mg) £N,N-v*^;i> 
• *^A7S K (lml) K®#L£fiTl8B$P3«#Lfc. Sl6fi^ttt*tllOA, 
trun*)ll±-7°urt;-)\, (3/1) TifiiiJLfc. W*BS h U £ 

AT^i L . «JETJS«ES Safe L T# £ ttfcgl * £ * D □ its)V A/ * $ J -JUT 
MP^T3HPLCKJ;D3|*tiU *H©{t£i»*37mg, M60%T#£. 
'H-NMR (CDCI3, 4 0 0MHz): 53. 07 (s, 6H), 4. 07 (s, 
3H), 5. 32 (s, 2H), 6. 97 (s, 1H), 7. 15 (dd, J = 2. 
7Hz, 9. 0Hz, 1H). 7. 26 (s, 1H), 7. 29 (d, J = 2. 7 
Hz, 1H), 7. 41 (d, J = 6. 1Hz, 1H), 7. 55 (s, 1H), 8. 
37 (d. J = 9. 0Hz, 1H), 8. 58 (s. 1H), 8. 63 (d, J = 
6. 1Hz, 1H) 

fSttft-trffl (ES I -MS, m/z) : 4 8 0 (M*+ 1) 

Hi] 8 1 : *?-)V 2 - {f4- (3-frPD-4- {f (^/f^75y) 

ij^-jH7sy} 7x;^-» -6-^ h^f>-7-^^-vu-;H^^} 

WW (N' - {2->7UU- 4-{ (7-th'D^y-6-^h=l 1 y-4- + 
^-+Sx]7x-JU} — N, N-5>*?;U£k7, 50mg) jm.fl U 
£A (l38mg), yn^ESKx^ (49mg) ^N,N-y^^M^A7= H (l 
ml) fc»#LMT?l8l$M«#Lfc. KJ&fi£4fefc*£:!in*.. ^od*;ua- 
7'o/W-;U (3/1) TiSfflLfc. fli&l7K»h'J^A«L, M 
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'H-NMR (CDCla, 4 0 0MHz) : 6 3. 07 (s, 6H), 3. 82 (s, 
3H), 4. 06 (s, 3H). 4. 87 (s, 2H), 6. 97 (s, 1H), 7. 
14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 18 (s, 1H). 7. 
29 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1 H), 8. 36 (d, J = 
9. 0Hz. 1H), 8.6 0 (s, 1 H) 

giggll 82 :N' -f2-^nD-4- ({6-* K^>-7- f3- (4-* 

yn^^vi-4-^^-yu^;i/} 7x-;m-n, n 

m& (N* - {2-^no-4-[ (7-h Kn*->-6-* h^>-4-4- 
^-y«J-;U) t+-/]7i^JH — N, N-v^^I/^l/T, 400mg) ,&B6# 
U^A (966m g), 1,3 - v7*D ; E-7°p/t> (0.51ml) tN.N-^pWPJiM/ 
A75F (5ml) fc**LM*Cl8l5WJI#Lfc. jEl&fflfc*bfc:*fcJO*., £ 

□ □*;ua-7'oav-;i/ (3/D rmthLtz. %mmzm7mmj-b>jo& 

' - (4- {[7- - 6 h*'>-4-^yjr. 

-2-^DD7x-JW -N, N-v^^^l/7) £398mg, JK 
*78XT#fc. 4>P B 1& (51mg), U #A (l38mg), 

y (0.055ml) $N,N-y/f;WI/A7$H (lml) fC»*LMTl8«*M 
J*#Lfc. S*6Jg^«5C7K*JDA. i'DD^A-T'O/ty-)!/ (3/1) Ttt 

^SfcX-x^TSfefrU £IB©flS'&fc£46mg, «85%Tf#fc„ 
'H-NMR (CDCh, 4 0 0MHz): 52. 06-2. 16 (m, 2H), 2. 
29 (s, 3H), 2. 30-2. 60 (m, 10 H), 3. 07 (s, 6H), 4. 
02 (s, 3H), 4. 25 (t, J = 6. 8Hz, 2H), 6. 96 (s, 1H), 
7. 15 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 29 (d, J = 2. 
7Hz, 1H), 7. 30 (s, 1H), 7. 48 (s, 1H), 8. 36 (d, 
J = 9. 0Hz, 1H), 8. 5 9 (s, 1 H) 
KJI^tfftt (ESI-MS, m/z): 5 2 9 (M + + 1) 
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mmmi 83 n' - {2-?cm-4-r a - o-r (2-b kd^->x^ 

M i^^M ysyiyg^^v} -6-*h*z/- 4-*j-vv-M a-^->i 

7x~;H -N, N-v^^frt^T 

(N ' - {2-£00-4-[ (7-hFD^y-6-^h + y-4- + 
t^U^) ^y]7xUH — N, N-->*^^^l/7, 400mg) 
U^A (966mg), 1,3-^0^0/0 (0.51ml) £N,N- v*^*^ 
A75 H (5ml) tC^L^STl8fi#M^L^o £JS^£tlfC7k£in;L> ^ 
□ ot^;|,A-7°d/NV-;U (3/1) TttffiL^Co W^Jf^^K®^ h U ^7A 
T&^U MET^^^LTt#^n7t^$^X-x;i/T^#L, tJ»M# (N 
' - (4- {[7- (3 -7D - 6 - * h*->-4 -^^V»J- 

JU]**-/} - 2-i7DD7iZJW -N, N-y7fJWI/7) £398mg> IR 
2|S78*T»fc. *ffl# (51mg), «ft*U^A (l38mg). 2- (/W5y) 
X^/-^ (0.040ml) ^N,N-y/fM^A7$F (lm 1 ) Ciffltl 
Tl8l$ra*#Lfc. £Jfcfi£ttK:*£iDj*., £PP*)UA-:/nAV-;U (3/ 
1) TtttBLfeo SATIS* U MffiTi£$£g£LT 

tibftfc^^X-^TiftfrU mm<Dik£!®]%49Tng, JR*97?STf»fc. 
'H-NMR (CDCb, 4 0 0MHz) : 5 2. 01-2. 11 (m. 2H), 2. 
25 (s, 3H), 2. 52 (t, J = 5. 1Hz, 2H), 2. 61 (t, J = 
7. 1Hz, 2H), 3. 03 (s, 6H), 3. 57 (t, J = 5. 1Hz, 2 
H), 3. 98 (s, 3H), 4. 23 (t, J = 6. 6Hz, 2H), 6. 92 (s, 
1H), 7. 10 (dd, J=2. 7Hz, 9. 3Hz, 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 31 (s, 1H), 7. 44 (s, 1H), 8. 3 
1 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
nmfttirm (ES I -MS, m/z) : 5 0 4 (M + + 1) 

gUMi 84 :N ~ (2-^DD-4-{[6-^h^->-7 - (3-e^UiV 
7"P^^-» -4-^t7U-M 7i-j^) — N' -/^^Ix7 

N-{2-^DD-4-[(7-kh'0 + y-6-^ h + S^- 4 -=^VJ -)V) 
tti/] 7i-JH — N ' -*^)IV\s7 (2. Og) £N, N-y/f^W 
(50ml) ML, hU7i-M7>70 (2. 8 g), tf^Uv 
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;y°unj-)l (0. 9g), ylW/y^M*y7-h (1. 9g) 
iQLfz. 2^«T», h'j7x~m7^> (2. 8g), tf^'JvV 
7urtJ-)V (0. 6g), ylf^7V^M4y7-h (1. 9g) 

?ao*)i&/*?y-)i, (2 0/1) THIi-r^xU^^^oTh^^y-f 

-CJ:D»St, »{b^M6 5 0mg, «2 5%Tf#fc. 

'H-NMR (DMSO-de, 4 0 0MHz) : 5 1. 3 7 - 1. 4 3 (m, 2H), 

1. 4 3- 1. 5 3 (m, 4H), 1. 9 6- 2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H), 2. 68 (d, J=4. 6Hz, 3H), 3. 97 (s, 
3H), 4. 23 (t, J = 6. 3Hz, 2H), 6. 8 2 - 6. 8 5 (m, 1H), 
7. 23 (dd, 3 = 2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 47 (d, J=2. 7Hz, 1H), 7. 54 (s, 1H), 8. 07 (s. 
1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 
IMWl (ESI-MS, m/z): 5 0 0 (M + +l) 

mmmi 85 ,-n - (2 □□- 4 - {[6-* h^->-7- o-g^usv 

N-{2-^nn-4-[(7-t h*o+v-6-^ h^^-4-^^yU-;u) 

7iZJH -N' -X^;U-7l/7 (2. 7g) £N, N-^^*;i/ 
A75K (3 0ml) C«gU K'J 7i-;P*77^ > (3. 6g), e^'Jy 

y yo/w-;i/ (i. 2g), vx^i/TyvTj;!/**^^^- h (2. 4g) £z!s 

JDLfeo 2^niia«i, hU7i^*77^>(3. 6g), tM'J->V 
yDAV-;i/ (0. 8g), "JJi^)V7VJti)V^iyy-h (1. 9g) £W 

>?uu*)\,u/*5> (20/1) TMP^T3->»J#y;u^DvK^:7^ 

0*112 U SH^b^^l. 5g, )K$4 2%Tllfc. 
'H-NMR (DMSO-da, 400 MHz): 3 1. 08 (t, J = 7. 0Hz, 
3H), 1. 38-1. 41 (m, 2H), 1. 4 7 - 1. 5 3 (m, 4H), 1. 
9 5 - 2. 0 0 (m, 2H), 2. 31-2. 46 (m, 6H), 3. 10-3. 
17 (m, 2H), 3. 97 (s, 3H), 4. 23 (t, J = 6. 3Hz. 2H). 
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6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 37 (s, 1H), 7. 47 (d, 3=2. 7Hz, 1H), 

7. 54 (s, 1H), 8. 02 (s, 1H), 8. 19 (d, J = 9. 3Hz, 
1H), 8. 5 5 (s, 1H) 

mmftffim (ES I -MS, m/z) : 5 1 4 (M + + 1) ' 

gSffiflgl 86 :N- (2 4 - {[6-pt h^->-7- (4-fcfU 2ik* 

L^vO -4-^yU;i/] 3^>} 7x~;U) -N' - (2, 4-y7MD7 

x-;i/) 2kZ 

N- (2-^oo-4- [{ 7 - 1 Kd+-> - 6 - ^ h*->- 4 - 'J ;w * 

7x~;i4 — N ' - (2,'4-y7Mn7x-;W (5 5mg), 

^K*'J«7A (6 2mg), 4- (^dd^W fcf'J^>£B&4tt (2 2mg) & 
N, N-y/fM^A75h* (1ml) ML8 Ottl WJ$bfe„ M 

L/T»6tlfcg|$*X— r;i/Tft^L. ^®©{fc£&£3 5mg, «5 5%T 

'H-NMR (DM SO, 4 0 0MHz) : 3. 9 8 (s, 3H), 5. 4 1 (s, 
2H), 6. 56 (d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 1H), 
7. 2 5 - 7. 3 7 (m, 2H), 7. 4 7 (s, 1H), 7. 4 9- 7. 5 2 (m, 
4H), 7. 55 (s, 1H), 8. 08-8. 15 (m, 1H), 8. 24 (d. 
J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 60-8. 
6 3 (m, 1H), 8. 8 1-8. 8 3 (m, 1H), 9. 3 0-9. 3 1 (m, 
1H) 

»*##rM (ES I -MS, m/z) : 5 6 3 (M + + 1) 



WO 00/43366 



PCT/JPOO/00255 




WO 00/43366 



PCT/JP00/00255 



- 166 - 




OS 



OS 



o 



X 

o 



a: 
o 



X 

o 



X 

o 



X 

o 



X 


X 


X 


o 


o 


o 



X 

CJ 



X 

o 



X 

o 



OS 


X 


X 


X 


X 


X 


X 


X 


X 




X 


OS 


o 

X 

a 


o 

m 

X 
o 


o 

X 

CJ 


o 

X 

a 


o 

X 

a 


o 

CJ 


o 

X 
CJ 


o 

X 

a 


o 

CJ 


o 

m 
X 
(J 




o 


o 


o 

m 


o 


o 


O 


o 


o 


o 


o 




X 

o 


X 

CJ 


X 
CJ 


X 

CJ 


X 

o 


X 

o 


X 

CJ 


U 


X 

o 


X 

a 


OS 


X 


1 


X 


X 


X 


X 


X 


X 


X 


X 


CsJ 


X 

a 


X 

CJ 


X 

o 


X 

CJ 


X 

o 


X 

o 


X 

CJ 


X 

o 


X 

o 


X 

a 


X 


X 

a 


X 

a 


X 

CJ 


X 

u 


X 

CJ 


X 

a 


X 

u 


X 

o 


X 

a 


X 

a 




— * 

CVJ 


cm 
cm 


CD 

cm 


cm 


LO 
CM 


CO 
CM 


c— 

CM 


oo 


CM 


o 

CO 



WO 00/43366 PCT/JP00/00255 



168 - 



£ \ * £ A - £ _ £ 



p 'p 0 q p 0 $ p p, p 



X 



* 2: x x x x 
<-> o o o a o 



* a k x £ £ o 
^000002 



X 



o 

2 X 



m 


X 


X 


X 


X 


X 


X 


X 


X 


0 


X 




X 


X 


X 


X 


X 


X 


X 


X 


X 


X 




0 
f> 

X 


0 

■ X 


0 

m 


0 

ft 

X 


0 

X 


0 

m 

X 


0 

X 


0 

X 


0 

X 


0 ? 


OS 


0 


0 


a 


a 


0 


0 


0 


0 


O 




a; 


0 

X 


0 

m 

X 


0 

X 


0 

X 


0 

X 


0 


0 

X 


0 

X 


O 
X 


0 

*-— < 


0 


0 


0 


0 


a 


a 


a 


0 


0 


0 





X 


X 


X 


X 


X 


X 


•—1 


X 


»*4 

a* 


X 




CH 


CH 


CH 


CH 


CH 


CH 


CH 


a 


a 


CH 


X 


CH 


CH 


CH 


CH 


CH 


CH 


CH 


CH 


0 


O 






CV3 








co 






en 





WO 00/43366 PCT/JPOO/00255 

- 169 - 





X 


X 


X 


X 




X 


X 


X 




93 


X 


X 


X 


X 


as 


X 


m 

X 

CJ 


X 

o 


nr 


«> 




m 

X 


X 




a; 


o 


o 


a 


O 


us 

on 


X 


X 


X 


X 


▼ 


X 


X 


X 


X 




> 


> 


< 






> 

0 


> 

0 


> 

0 


w 
O 
* CO 

s 




o 


o 

m 


o 


o 




X 

a 


X 

o 


X 

o 


X 

a 




X 


X 


X 


X 




X 




X 


X 




o 


a 


u 


CJ 




X 


X 


X 


X 


X 


a 


a 


a 


o 






CSJ 

to 


S 





X X 

o o 



X X X X X 

a a o o o 



XX X 

O CJ X X CJ 



X X X X X 

*c\i *?a ^ 

CN3 CM CO CO 

5 3 3 3 S 

W W 

^ ^ <=> 

CO CO CO 

S 3 8 



JTO CO 

3 3 



o o o o o o 

^ ^ <^ m 

X X X X X X 

o o cj a cj o 



X X X X X X 

CJ CJ CJ O CJ CJ 



X X X X X X 

u o a a a a 




o 



C6 


X 




B 


as 


as 


EC 


as 


as 


X 


X 




x 


X 


SC 


as 


as 


as 


as 


X 


X 


X 


CO 

oz 


as 


X 


S 


as 


as 


X 




as 


X 


X 


cm 


as 


as 


X 


as 


as 


as 


iJU 


as 


X 


X 




as 


X 


X 


as 


as 


0 


0 


0 


0 


0 


in 


x 


X 


X 


as 


as 


as 


as 


as 


X 


X 


"T 






J-H 


X 


as 


as 


as 


as 


X 


X 




m 

X 

o 


o 
X 

a 


o 

m 

as 
o 


o 

as 
o 


CH 3 o 


0 
0 


0 

as 
0 


0 

as 
0 


0 

m 

X 

0 


0 

X 

u 


CN 


o 

X 
u 


o 

as 
o 


o 
o 


o 

m 

as 
o 


0 

as 
0 


0 

as 
0 


0 

as 
0 


0 

X 

0 


0 

X 

0 


0 

X 

0 




X 


as 






as 


X 


as 


X 


X 


X 


N5 


X 

o 


X 

o 


X 

o 


as 

u 


as 
a 


as 
0 


as 
0 


X 

0 


X 

0 


X 

0 


X 


2 


2 


2 


2 


2 


2 


2 


2 


2 


2 








CO 


-*r . 




to 




00 

IT— 


cn 


CZJ 

00 



WO 00/43366 



PCT/JP00/00255 











X 


X 


X 


X 


X 


X 


X 


X 


erf 


X 


X 


X 


X 


X 


X 


X 


X 


X 


X 




x 


X 




X 


X 


X 


X 


X 


X 


X 


i- 


a: 


X 


X 


X 


X 


X 


X 


X 


X 


X 




es- 


Cn 




u* 




fan 


X 


X. 


X 


X 


in 


se 


X 


X 


X 


X 


X 


X 

o 


X 
o 


m 

X 
o 


X 

o 


OS 




X 


X 


X 


X 


X 


X 


X 


X 


X 




o 

X 

o 


o 

X 

o 


o 

X 

o 


o 

X 

o 


o 

X 

o 


o 

X 

o 


o 

X 

o 


o 

X 
o 


o 

X 
o 


o 

X 

o 




o 
o 


o 

m 

X 

o 


o 

X 
o 


o 

X 
o 


o 

X 

o 


o 

X 

o 


o 

X 
o 


o 

X 

o 


o 

X 

o 


o 

1*1 

X 

o 




X 


X 


X 


X 


X 


X 


X 


X 


X 


X 




X 

o 


X 

u 


X 
o 


X 
o 


X 

o 


X 

o 


X 

o 


X 
o 


X 
o 


X 
o 


X 




Z 


z 




z 




z 




2.. 


z. 




CO 


co 


CO 

co 


CO 


CO 


CO 

co 


CO 


CO 
CO 


CO 
CO 


CD 
C3 



WO 00/43366 



PCT/JPOO/00255 



- 175 - 




> 



X 

o 



X 
O 



o 



o 



o 

X 

o 



a 

x 

a 



x 
o 



a 
o 



33 
O 





X 


X 


X 


X 


X 


X 


X 


X 


X 


X 


CO 


X 


X 


X 


X 


X 


X 


X 


X 


X 


X 










X 


X 


X 


X 


X 


X 


X 




o 


o 




(J 


f ) 


V— ' 




r ■> 


*■ > 






X 


X 


X 


X 


X 


X 


X 


X 


X 


X 


•f 


X 


X 


X 


X 


X 


X 


X 


X 


X 


X 


























o 


o 


o 


o 


. o 


o 


o 


o 




/ 

o 


m 












m 






> 




OS 


X - 


X 


X 


X 


X 


X 


X 


. X 




? 




a 


o 


a 


o 


o 


o 


o 


o 


0 


c 




o 


o 


o 


o 


o 


o 


o 


o 


o 


o 
















m 








X 


X 


X 


X 


X 


X 


X 


X 


X 


X 




o 


CJ 


o 


o 


o 


CJ 


o 


o 


o 


u 




X 


X 


X 


X 


X 


X 


X 


X 


X 


X 


CO 


X 


X 


X 


X 


X 


X 


•t-I 




X 


X 


a 


a 


o 


o 


CJ 


a 


o 


a 


a 


CJ' 


X 


2 


2 


2 


2 


2 


2 


2 


2 


2; 


2 



WO 00/43366 



PCT/JPOO/00255 



X 



- 176 



****** > > 



O 

X 

o 



X 



X X 



X 



05 



X 



a 



o 



o 



o 



o 



X 



X 



X 



X 



X 



\ 
o 



0 O Q 0 6 ~\ h 



X 

a 



x 

o 



EC 
o 



X 

o 



DC 

a 



EC 
O 



EC 
O 



DC 
O 



X 
o 



X 



X 

a 



x 

o 



X 

a 



x 

cj 



x 

o 



X 

o 



X 

o 



X 

o 



X 

a 



x 

a. 



WO 00/43366 



PCT/JP00/00255 



179 



00 



X 



X 

o 



o 



X 

CJ 



0 0 



DC 
O 



X 

o 



EC 

O 



O 



-2 
Z 



O 



o 



O 



E 
o 



o 

X 



X 
a 



e 
o 



o 



\ 
o 



o 

X 



o 



E 

o 



o 



32 

o 



o 



X 


X 


E 


X 


X 


X 


X 


X 


X 


X 


X 


X 


o 


o 


o 


X 


X 


E 


X 

\ 
o 


X 


X 

/ 
o 


c| 


a 


Q 


o 


o 


o 


CH : 




CH : 


X 


EC 


K 


CH 


CH 


CH 


CH 


CH 


CH 



CV3 



LO 
LO 



oo 

LO 



CD 
LO 



WO 00/43366 



PCT/JP00/00255 



- 181 



-0 



> 




X 
o 



X 
o 



X 

o 



o 




X 


X 


X 


X 


X 


X 


X 
CJ 


X 

a 


tn 

X 

o 




X ■ 


X 


X 


X 


X 


X 


X 


• X 


X 


X 




X 


X 


X 


X 


X 


X 


X 


X 


X 


X 


& 


X 


X 


X 


X 


tn 

X 

o 


tn 

X 

o 


X 
cj 


X 


X 


X 




o 

«rt 

X 

a 


o 

X 

o 


o 

X 

a 


o 

m 

X 

o 


X 

a 


X 
a 


X 
a 


a 


a 


a 




X 


X 


X 


X 


X 


X 


X 


X 


X 


X 


Pi 


X 


X 


X 


X 


X 


X 


X 


X 


X 


X 



h 



o o 



\ 
o 



6 



6 





o 


o 


o 

tn 


O 

tn 


o 


o 


o 


o 


o 


O 

tn 


r» 
06 


in 

X 


X 


X 


X 


m 

X 


m 

X 


m 

X 


tn 

X 


m 

X 


X 




CJ 


a 


a 


a 


a 


a 


a 


CJ 


o 


o 




X 


X 


X 


X 


X 


X 


X 


X 


x • 


X 




X 


X 


X 


X 


X 


X 


X 


X 


X 


X 




a 


CJ 


a 


CJ 


o 


a 


a 


o 


o 


o 


X 




Z 


CH 


CH 


CH 


CH 


CH 


z: 










CO 


no 




LO 


to 




oo 




<z=> 










C— 












CO 



WO 00/43366 PCT/JP00/00255 

- 182 - 



CS3 



X x 
o o 



X 



s s \ 
00/ 




as a as 

O O O S 32 E 



#000000 
as x aa a as ac as 



as 


X 




X 


X 


X 




r 


/ 
0 

j 








0 

\ 


0 

1 




b 


1 


h 


0 


O 


0 


0 


O 


O 


CH 3 


CH; 


CH, 


CH: 


CH : 


CH : 


X 




X 


X 


X 


X 



X X X X X X 

OOOOOO 



X 

X 2 2 2 2 2 O 



<N1 co to 

00 00 00 00 00 



WO 00/43366 PCT/JPOO/00255 

- 183 - 

mmumn vEGFmmz£%ik^ft&fflmm<DMAPK<Dmmk\ztt-?2> 
^x;n. 5xioiTiiU;, 3 7vt? immmbtz'&, %m&o. s% 

T3 7t:TI(:i^Mlfc. thl^i^iif^iiiif (£tf> ve 

G F £I§T) £«HiI^5 0 n g/m 1 5 »iDU 3 7t:T8^^> 

M^MLfe. mmzmzLMM*!) ymMffitkm-k^ ( P h7. 4) t& 

Wmitmmm (l%Tr i t onXl 0 0, 2mM^hA'tyM 
i- h U 7 A, 1 mMIfU>y7^ > 4 iffig 2 ^- h U 7 A £<g-tr h U XMffi±m 
£&7K (pH7. 4)) £10m 1»L7c 0 4r-erP#^iimLTlfflBa&TO-fb 

<7)VEGF*Jn(CJ:§U>^bMAPKS^l 0 0%, m&VoM&kZSV E G F 
##£TT<7) U >&fcM A PK1^0%ilT, &Ifct>fS#ftTT<Z> U >®HfcM 
APK^Wfc. £<7)U >$tffcMAPK^K:£9MAPK(D?Steffc£5 0 %PI 

g~rz<D\z&mtz&m®n<nmm ( i c„) ^fiULt. 



WO 00/43366 



PCT/JP00/00255 



- 184 • 



2U 





IC 50 (nM) 




IC M (nM) 




IC»(nM) 


1 


1. 8 


45 


2.0 


85 


0. 7 


4 


2. 1 


46 


4. 3 


86 


0. 6 


5 


2. 9 


47 


4.0 


87 


58. 0 


7 


5. 2 


48 


0.5 


89 


45.0 


8 


11. 0 


49 


4.3 


90 


42.0 


9 


S. 1 


50 


0.5 


92 


46.0 


10 


7. 8 


52 


4. 4 


93 


14.0 I 


11 


15.0 


53 


| 5. 9 


94 


1.8 


13 


2. 2 


54 


0.5 


95 


2. 7 


14 


0. 7 


55 


2. 8 


96 


<1 


16 


2. 9 


56 


5. 1 


97 


518.0 


17 


11.0 


57 


6.5 


98 


450.0 


18 


0. 6 


58 


5. 1 


99 


8. 8 


19 


l 0. 6 


59 


5.8 


100 


5. 2 


20 


8. 5 


62 


16.0 


102 


150.0 


21 


3. 4 


63 


70.0 


103 


53.0 


22 


0. 4 


64 


42.0 


104 


5. 3 


23 


5. 4 


65 


36.0 


105 


2. 3 


24 _j 


0. 6 


66 


21.0 


106 


<1 


25 


3. 9 


67 


345.0 


107 


10. 2 


26 


5. 3 


68 


45.0 






28 


4.0 


69 


67.0 






29 


4. 4 


70 


6.8 






30 


1. 7 


71 


750.0 






31 


2. 5 


72 


3.9 






32 


7.3 


73 


<2 






33 


3. 5 


74 


6.0 






34 


4. 2 


75 


1. 2 






35 


3. 7 


76 


8. 0 






36 


3. 3 


77 


71.0 








2. 3 


78 


4. 1 






40 


12.0 


79 


30.0 






41 


4. 9 


80 


13.0 






42 


5.9 


82 


3. 8 






43 


3. 8 


83 


>1000 







WO 00/43366 



PCT/JPOO/00255 



- 185 - 

mmum>\2 el i sAfc%m\,*zKDRv>mm&m&<DM&. 

thKDR&h7>77x^y 3 >bfcNIH3T3 «(Sawano A et al., Cel 
1 Growth & Differentation, 7, 213-221(1996), "Flt-1 but not KDR/Flk-1 tyrosine kinase 
is a receptor for placenta growth factor, which is related to vascular encothelial growt 
h factor")^ 5 >^^^-^ ftfC&t^T 1 0 % ^ i/Jfeffskm&^tSD 

MEMM (GIBCO BRLftiDIfA) T 5 0 ~ 7 0 %U >7)Ujl> h t 

)l¥l&7U- Mdl. 5x 1 0 4 fl/we 1 1 tt£%&-?\zMmL3 7t-ClBfci& 
misfz, 0. 1 %Oz/f&fflkm*<stSDMEM%M\z3Z&l,. v t^frXlV** 

; y vizmmzvfzWimMMz&'y x-MzmMLT 3 7x:x^\z i mm%mLfco 
t ym.mz.mit^mfcMm®? <&t, vEGFtiurr) ^a^jg^ioon 

g/m 1 i^^ck^fw^DL, 3 7X:i:2ftmMfaZM%LVfz a 

m&v>mmm±mft&* (pH7. 4) rmm^ wmmmm. (2 omM h 

EPES (pH7. 4), 1 5 OmM NaC 1 , 0. 2%TritonX-10 
0, lOXGlycerol, 5mM h n± is h U £ A> 5mMlf 
!/>:/75 >4g^2:f MJ ^A* 2mM Na 4 P 2 07) ^5 0 m 1 ^iDL, 4 

EL I SAffl7-f ^D^l^-h (Ma x i s o r p ; NUNC&cfc DlffA) \Z 
5 g/m 1 CDiftp h ospho-tyros in etiiW (PY20 ;Tran 
sduction Laboratorie sftcfcDIiA) £^tf U >®Mf 
m-kfe* (pH7. 4) £50^1 JnAT. 4'CTl^^ML@ffi^ : £ffofc. 
TV- h£8fc#Lfc^ ^O7*>^3 0 0 // l»ltfiT2WSL 

T^Pu/+>^5:fTofco ±m<Dmmmtam^±m^L4x:ximmm 

it, sOl**is#—Vm$&LtzmW* I g#[& (77/tAt 

ckOltA) *M lB#F^JS£-ti-£. ^^+->^-iiffl^feSK (ft 

ft, £j£^±^£^nLK^£itfeTT'i'/7 h V-y—\z £D 4 5 0 n 

m<D®^£$J£L-fc 0 ^^Snii-fVEGF^»Lfe^OPMS^ l 0 



WO 00/43366 



PCT/JPOO/00255 



- 186 - 

0 XOKDR 'J LT#!>i;KOKDR ij >»<fc:Stt&#Je)fe. «S£ 

toK<B»l^fta»K:3E*.T, 'tn^tKDm^Z&tfZK DR0IJ >BKfcC*fr 
SBi***». OKD R 'J 5 0 XSIfift (ICso) £gtfJL 

32 





IC50(nM) | {fc&ftj 


IC50(nM) 




ICSOCnM) 


62 


11.0 I 103 


78. 0 


146 


1.0 


63 


150.0 


104 


3. 9 


147 


i.O 


64 


150. 0 


105 


2.0 


148 


15.0 


65 


[ 27. 0 


(06 


1. 5 


149 


1. 6 


66 


15. 0 


107 


11.0 


150 


1. 8 


67 


63.0 


108 


5.0 


151 


0. 5 


68 


24.0 


110 


>1000 


152 


0. 8 


69 


64.0 


111 


>I000 


153 


1. 5 


70 


32.0 


112 


>1000 


154- 


1. 5 


7! 


350.0 


113 


>1000 


155 


2. 1 


72 


3.5 


114 


>1000 


156 


0.8 


73 


1.0 


115 


>1000 


157 


0.4 


74 


11. 0 


116 


>1000 


158 


1.6 


75 


1.4 


117 


24.0 


159 


1. 9 


76 


3.5 


118 


>1000 


160 


0. 9 


77 


6.0 


119 


3.6 


161 


3. 9 


78 


3. 4 


120 


3.9 


162 


1. 0 


79 


18.0 


121 


12.5 


163 


I. 4 


80 


2. 7 


122 


5. 8 


164 


0.9 


31 


4. 1 


123 


8.9 


165 


0.6 


82 


8. 4 


124 


1.9 


166 


2. 2 


83 


840.0 


125 


2.6 


167 


2. I 


85 


0. 5 | 


126 


>1000 


168 


.4.0 


86 


1. 5 


127 


1. 1 


169 


3. 7 


87 


110.0 


131 


>1000 


170 


1. 1 


88 


61.0 


132 


>I000 


175 


4. 7 


89 


24.0 


133 


8. 3 


176 


3. 7 


90 


57.0 


134 


5.0 


177 


2.3 


92 


63.0 


135 


1.0 


178 


>1000 


93 


37. 0 


136 


160.0 


179 


>1000 


94 


2.3 


137 


24.0 | 180 


>1000 


95 


3. 8 


138 


40.0 


181 


>1000 


96 


0.4 


139 


15.0 


182 


>1000 


97 


490.0 


140 


36.0 


183 


>I000 


98 


330.0 


141 


1 4.0 


134 


0. 2 


99 


25. 0 


142 


2. 6 


185 


0.5 


100 


13.0 | 143 


3. 5 


136 


6.3 


101 


3.0 ! 144 


I. 6 






102 


105.0 i U5 


0. 3 





WO 00/43366 



PCT/JPOO/00255 



- 187 - 

A3 7 5 1 h*y;--?mm (rasAM^ekOA^) 2 x 1 om®£# 

)V^^-Xy-i K (F a 1 conffi ilcilb, 3 7m*Lfc. 5P#ra&» 
fc. 4ifi«G9^. 'J#2*U7— fcf (2 0 Owg/ml) £^tT5 0wg/m 

n5«£-{c& (+) 1 0 tfMT»M^Lfc«IJISl*«Bae)6n7i^ 
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l rzo ®$m%i b ommwm zitbtztt <dm mmo x b b <omm^m & c x , 
®Lmt%y>}&5-m<Dmmfcm$:TxtL, mmmmmmm (tgir) = u- 

Tx/Cx) X 1 0 0 
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i. 5£ (i) <n<t£®£fzfc*n$(Dmmmzft®r2z>i&bL<te®Mft 



R4 

+;us. c w 7;i/3+'>*. c^TiWr-jvm. c 2 .«7;u+^;us, -hn*. £ 

£te7$/g£SU CCCJ^+^S, CJ^^+xl, C»7)\>>r=.)V& 

75 /a (:<D7$/i(Di^ctt2 07l(»il -en 
^*n> c,7;wu* (c:ocM7;i/*;p*tt7kKasfcttCM7;U3^i/«»3«t 

Dli$tlT^TfeJ;li) Kcfc9B#l$ftT^Tt>«fc^), iR»R u N-C (= 
O) -O- (R l2 *3d;^R l3 tt, l^-£fct;iJ|&oWTt><fc<« 

Cm7;p*;p* (ci07;u+;ustt*K**fcttc w 7;U3+e/*fc«ko«si$ 

tlT^Tfeck^) £fc«£R»- (S) m- (R"tt, Cm7JI/+JH 

R\ R\ R'*5«t^R'tt, PI-*fcttJlftoT^T'b«fc<, tJc*^, Any 

>m^ Cm7;^;us, Cm7;hi^->*, c^tjIs*)^*^ - bag. £ 

fcttJSyl^L, <BU R\ R\ R'^i^R'^T^TjcjRJK^&Si-rcittt 




R6 R9 r10 
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#r;WSo7;^^it ADy>«f, c „ 7 ;u 7571 (75 
^*ttCM7;u=i4-^*t«koiigi$nT^Tt)j:iriCM7;wi/Stc«fco«ift 

*nTV»Tt»J;VO.*fcttiS»*fctt^lSfD©3~7ftft*5!!SS*7ttta*il! 
5tSl:J;5I«snT^TfeJ:< 1 

R"tt, c M 7J^;n, c»7;p^-ji,a, c M 7;u+-;p» (c„7m 

c M 7;uy=;i/S*«ttxc'«7;u+=;p»tt, -t-n-pn. 'Any>«^£& 

»4C M 7;P3**>*lCJ:t)*»$nTV>Tt)«kV0, ££teR' s - (CH,) n- (n 
« 0 ~ 4 ott^L, R' 5 (i^nSfe«TOfn© 3 - 7 i^ii^s/cm 

*;u*SfcttCM7;i/_3+->3ifcj:o«ift$nT^Tt>«fc<, fl&©»fn* 

2. r\ R>&&tfR"tf7mw^tbakt, mm 1 iciem©^**. 

3. RWTKSlSR^atU R'*5cfc^R ,0 c7)^Tn^^fcfiM^7K^™ 

4. X*«N*&ttCH**U Z**CH£*t\ 1 £H2«©{fc£4&. 

5. S (la) ©fb^*fctt-€-neolll^«I»C« : $T#5ttt)L<tti$<« 
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£«SR 31 - (CH:) p-O- (R"tt, Apy>nrf. tK^S> Cw7;P3*-> 

am*, ^n^n, c„T)V*)vm coc M 7;^;Htt*ii$jtttCM7;i/ 

13 N-C (=0) -O- (R ,2 £J;tfR»{i, |^-StttS&oTWbJ:<, # 

*JK^s&ttCM7;p+;u* (ci©7;wuaitt7K@es*/tttCM7;p3+^s 
KAoaasnwTfc.k'vO *&tt*R H - (s) m- (r h «, c. 
.7;i/*^*t«fc oflMft^nririTt) J:^t§fnsfe«^fn© 3-7 ammmft 

R M » R :4 > R M &«fctfR M te, R-S&fcUa&^WTfcJ:^ **JS^ ad 
Sfc(J7$yMgl, flU R", R J \ R' 5 *ck^R ,6 ^T^7K^^&^-r^ 

#^;ug©7;wugB$m, AnV^f, c„7;un*vg, 7s/g (75 

/XteC,,7;H3*->»(CJ: Dit^ftT^Tfe^C.-^M^Sf;: «fc OMM 

R w «, c M 7JP*;i/S. c m 7;p^-^s, c 2 . 4 7;i/+-;p» (c»7J^ 
c 2 .,7;p^-;u^d:^c J . 6 7;i/^-;ustt, ^n-en. Aoy>if$fc 

ttC,.47;U3 + i/SC«kO*lft$nT^T ! £>«fclrO £fcttR M - (CH 2 ) q- (q 
\t 0 ~ 4 <Dg$c£il U R"ttfla«I* fctt^fiSfP© 6 i^ii^l^^c^Iii 

Sfcttcu7;P3+->«k:«toinftsnTWb«fc<, te^g&faifcfcteT 
-f) 
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«R 31 - (CH.) p-0-t*-r, 5 fcBB*0fc£fc. 

8. R a , R ! \ R"*5J:^R"0^j:<tfeiO3&«Apy>iR^Fft*-r, 

9. R l \ R«\ R M *<fctJtR-0^<tfeiO3&Jtt*JR«fctt7y*W^ 

10. R J \ R 3 \ R"*3J;^R :6 <Z3^VcC<<i:fel075tCM7;i/^;US^-r. 

11. R 3 \ R-\ R ! ^fe=krjR 3 '(D^2 07^3^S£^U S0«2^ 
7jc^^^^f. !»3&B5K:fB«©{b£«!j. 

12. R", R-\ R a fc«fctfR ! *©4>fc< tfe 1^- hni, 75/S, C 

13. R'\ R :5 &J;r>*R^7K3iI^P£i5U R M #APy>ir?, c,,7;i/ 
C,,7;iO*v», nhP«, *fctt7Sy***-r, »*«5tlE* 

is. R ,, *«krXR ,, ©irit"n*^fcttM^*«**iRTOnos*^-r. 

16. X*«CHSitttN$l5U 
R ,, fc«fctfR n #imiftC„7;P:3*>'££3tU 
R'\ R?&«fctfR M a<#*jBFF-£aU 

R M *«Apy>K^ c w 7;wm, Cm7;up^>-», *fctt=hn«*« 

U 

R "£ =t Of R "W**^ L , 

R"#, c.7Ji>*;us. c M 7;p^r-;i/S. c«7^+-;us (c.7;u*;p 
S> c M 7;p^r-;ua*3«t^c«7;i/*-;i/Sfi. ^-n-en, /\tiy>mttlt 

ttCM7;UP + '>S{Ccfc0BSl$nT^Tt)«tVO (CH,) q-R 33 (q 
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17. X^CHSfcSN^L, 
R", R u i$£tfR u tf*mm : ?$:&V, 

R^WnfymT; Ch7;^M, c w t;^*^S, $.fcte-bam%% 

u 

R"*J;U:R"(D^-rn^^fc«M^^7j<mii™^©»^^L, 

R :, fr\ CmJJU+^S, C™7)V>r-)Vm, C>.>7)V*-)im (C^TJl^rJV 

«CM7;m + vS(Cck«9S^$nT^Tfcct^) £tzl$- (CH:) q-R" (q 

S£ST) **t, Hf#E 5 KE*0<fc&*. 

18. X)&<CH*fcteN**U 
R 2, £ c m'R"##©MC„7;io*->g£3EU 
R l \ R J5 &£tfR !6 7^killJ^£SU 

R"3ft*ADy>H^, c„7;wu», c,.,7;m+v«, Sfctt-hoi^ 

R"#7|C3$SI§C^£3tU 

R»j&*#*isc7-swt0S£*u 

R"^\ c^7;u+jpx, c M 7^^n;pai. c M 7;i/*_;ug (cjj^^ 

ttCM7;HJ^vS{CJ:DMJI$tlT^Tt)cfc^) (CH,) q-R" (q 

19. X**CH*&HNt*U 



WO 00/43366 



PCT/JPOO/00255 



- 195 - 

- (CH,) p-O-^gL, 
R l \ R u fc£tfR M #**IBFP£«U 

R u ^/\n^>m^-, Ch7;wwi, CmT;hi+^s, *fctt=hp«*a 

U 

R n 33«fctfR"#**IsrP£au 

s, c 2 .,7Ji/^^;u**i^c M 7;i'+-;pa^ -en-en, Aoy>ifs& 
«c,.47;m^vS(CckDa^$nT^Tt)ck^) (ch,) q-r» (q 
tto£fctti<&g»«:&u R n ttAoy>jR^ c M 7K;«stiic w 7;i' 

2 0. R 21 7^«&C„7;i/Ii*->S£SU R ! W$R ! '- (CHi) p-O 
2 1. R J, ^\ 7k&g, 75 (u(D75/I©l Sfctt2©;fcj|tjD!FP«, 

-en-en, Q^£nT^Tfc e fc^c„7;M i ;uSK£Dfa&$nT 

^Tfe«k^), SfcttSR'*- (S) m- (R"tt. C„T)V*)imz&<QWmZ 

«~>jI3R£n3 i ~ 2 fioftHJil^ s^O«S»*fctt^fi»o 6 A&ftijt3;£&& 

22. prtUT**. tt#Jgl 9~2 1 ©^»rtl*»— «»C|B<R©<k^tt. 
2 3. R'W, SR"- (S) m- (dClTR ,4 te, C w 7;WU*IC«fc 0 6 

U mttOT^) »3|<Jgl 9~2 1 0^m^-^HIB«©lb^tl. 

2 4. R 3, #, SR"- (S) m- (u^TR'U C M 7^^Sl:i01 

nsnx^Tfej:^ i *fctt2floa*w : ?*^OTeft©6ji**iiiaa;&* 

U raliOT^) £SU p*UT*5, 1 9 ~ 2 1 W^Tn^— JgfC 
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2 6. X^CHifcttN^L, 

R ,, *J:^R ,, OVJr*l*>-**J#ltilC w 7;P3*S/ai*«L % ffi#a«SR" 
- (CHi) p-0-£*U 
R M » R^cktfR^rtfcJK^fcau 

R"*5J:^R J, (D^-rn^^fc«^^7K^™^(D»^*L> 

R"#\ C M 7;i/^S, C»7)V*=.)\,m. C»T)V*=L)V& (C„7)V*)V 

£. c M 7;u^-;i/S*5«k^c M 7;i/+^;nitt, -t*u?n % Aoy>jnpff*fc 

ttCM7^3*^S»3«fc0B^$nT^Tt>ct^) (CH,) q-R" (q 

tto^fcttioi^^i, R M ttApy>nc^, c H 7;^^Si!tfic w 7;p 

27. R 2> mmmc,.,7)izi^^m^bs r^sr 11 - (cho p -o 

2 8. r 1 '^', 75 ys (z<D7s.;m<Di £fzte2(D7mm?fc. 
-tn-^tiv 7^stcj:o^$nT^T : b e k^c,.47;u+;i/S(3ctDMm$nT 

l^T&efc^h £fctt*R M - (S) m- (R ,J «> C,,T)ldF)m\ZJ:K)mm^ 

nTV»Tt>«fclrU'-4fi©S*JK : ?*^trftft*fctt^fiSl©5*«*i||^», 

»S^ttCM7;U*;USt«fc0filft$nTl»Tt)«t^g*^*5«ttffl63(llS^ 

L, mttOTl&S) £«U p«?l-4©SS^t. I*#J|2 6 $&tt2 7 K 

2 9. p*UTW, »*«2 6-2 8©^m^-^fc8E«©{h;^!» 0 

3 0. R J, #, SR"- (S) m- (££TR M tt, C^WUBtJ; OS 
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U mteOT&S) &Srt. 2 6 ~ 2 8 aH>m*>-9Uc!B«<Z)ffc£&. 

3 1. R Jl fr\ SR U - (S) m- C^TR'U CwT^+^SlCfc OS 

U rattOT^^) ££U p*<lT*«, ft&m 2 6 ~ 2 8 ©^ftl^— Efc 
3 3. X^CHJfettN^L, 

R ,, *«ki;R ,, ©^-rn^-^#B*CM7;i'3^'>s«L, m^sr 51 

- (CHi) p-O-^L, 
R J \ R M £«fctfR M a<**BH='£&U 

R»*t/\oy>jRf, Cm7;I/*;i/*, c,,7;i/3*:>x. $.fziz-bnm&m 

U 

r 2, #. Cm7;p+;us, c**t)W=.)V&* c«7;i/^-;u* (c«7W 
& c M 7;i/^r-;us*3«fctxc M 7;u4 i -;i/«tt, -en^n, Any>]gnp££ 

ttCM7;i/3 + ^Stct0B«l$nT^Tt>J;^) (CHi) q-R" (q 

□4 i *>sn«k0fi*$nT^Tt>«fc^7x-;ps, trusts, 3Ltz\$±7?-)i 

3 4. R-'^IiC^J^^yS^b, R"^SR JI - (CH,) p-O 
3 5. R'W. 7K^». 7 5 /g (Cl©7 5 /»© 1 £fcte2©7K^m, 

^-n^'n, *»sc«t OBift$nTirJTt)«t^CM7;wuscj;oitift$nT 

lrVCfc«fcW, £7cte»R"- (S) m- (R ,4 tt. CJWil^Ogi^ 
nT^Tt>«fc^U~4fl©fi*JR«$tffi«lS*:tt^iS«I©5 A**iRSCai. 
**^ttC w 7JI/*JU*k:±0««*nTV»Tfe«k^a*H^*«fcI«*IR ; ? 1 3&i 
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U mteOT&£) P**l~408ft£*T, 3 3 £&tt 3 4 fC 

.3 6. prtUT&S, »#S3 3~3 5 0fr»m*»— EfcE«©{fc<&#j. 

3 7. R»#. 1R"- (S) m- (^TR"H CJj^JHC J; DS 
*SnTViTt>J:tU*fctt2flOft*M^**Wtt»06J|«*||SCiit* 
U mtt0^5) 11^3 3~3 5©^Tn^-JI{cgB«c©<b-&#l. 

3 8. R"^\ SR»- (S) m- (C:TR N I1 C,.,7^JH(: J; DM 

3 9. R u ^S^$tlT^Tt>ct^eUv;i/T^i>tt*Ji3 7tfe«3 8l: 
E«Ofb^«. 

4 0. X^CH££teN£gU 

- (CH,) p-O-^tl, 
R «k CJt R =f- L , 

R M *5«fc^R M *«Aoy>jR^ % Cm7;wi/», c,,7;io*->», 

R "*3 «fc tfR "^tK&JS^ L . 

r 2, ^\ c.47;u*;m, c,. t 7)i>r-)m. c l ,7)i^-jum (c+TJUJrfr 
S, c M 7;^-;PS*5«k^c«7;p*=ji/Stt, ^wti, ;\ny>m?*tz 

ttC,.47;P3^->SC«fcOBift$nTlriTt)«t^) (CH,) q-R" (q 

s^^-r) K*^5tE«ofb^*. 

4 1. R JI ##gmCM7^:n*^S£g|U R"^SR 3 '- (CH,) p-O- 
42. R"fl«, 7KS§S> 75/g (il<Z575yS©ltfctt2©7K*JSr ; ?tt, 

■en-en, 7KK*t«fcoitsi$nT^Tt>«kViCM7;wi/«{c !1 fci5«ft$nT 
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^Tt>«klO. tltit&R"- (S) m- (R ,4 te, Ci,T)l*)im\Z<kVmm2 
tlX^X * «fc tr> 1 ~ 4 fflO^^^^MfO ^cte^fttf) 5 Mugtiss, 

& s irJ tt c m 7 ; \z «t o mm $ *iT n t v >g stug^* «k xmmm. w 

U m«0T&£) fc*U p#l - 4 »*9I4 0 SfcfcU 1 

4 3. p^lT*5, »3j<5l4 0~4 2(DViTn^— ^{Ci2«c©^-&tlo 
4 4. R 1 '**. £R H - (S) m- <£i:TR M tt, C„7;WP3lK«t 0« 

»snT^Tfe«tvu*&tt2fl©a*jR^*^tr^fi*ifl!)6j|«*giic**« 

U mteOT&S) £ST> W#£4 0 -4 2 ©^m^-^fcfB^tfHfc&fe. 

4 5. R»j&«, £R W - (S) m- (u^TR"!! C M 7;^^l: «fc D® 
JASnr^T t> J: iu 2 ficDa*JS^ S^tr^tefn© 6 fl^^SCSS^ 
U mi$OX$>Z>) £3EU p*5lTS5, ffjfc3t4 0 ~ 4 2 OV>*fn^— 9113 

4 6. R u ^g^^nT^Tt)cfc^e'J> ? ;UTfe'5gt^4 4Sfctt4 5 (C 

(13)N-{2-^7DP-4-[(6, h + y-4- + / UJl/) **->J 

7i-W — N* -yotf^^UT, 

(5 1) N - (2-^00-4- {[6-* h*v-7- (2-^ij;iN + 
is) -4- + /UJH t+y) 7x"W -N* - (2, 4-i?7^D7i- 

;w £^7, 

(6 2) N— {2-£DO-4- [(6, h=»r->-4-+^-yU->>l/) * 

7x-;H — n ' -yotr;i/£k7, 

(7 6) N — (2-^OD-4-[ (6, 7 -i/^ h + 5>-4-^^ 4 /U^;i/) 

t+y]7xzjH — N ' -x^;[/£U7, 

(117) N-{2-^DO-4- [(6, 1 -V* h^v-4-^yj-;i/) 
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(119) N- (2-*no-4 - {[6-/ S+«>-7-(3-tM>jyyD 

(135) N- (2-*PP-4- {[6-^h^->-7- ( 3 - tf^ U >V 7° 
P#*-» 7x~;t0 -N' -^Pt;^P7, 

(142) N- (2-7PP-4- {[6-^h^5>-7- (S-hTU^Mh 
*^) -4-^;'J;Ht*y} 7xZJP) -N' -7'Otf;U7U7, 

(143) N- (2-7PO-4- {[6 -p< h^->- 7 - U-tf'J^Mh 
*v) -4- + y'JJl/]^y) 7i-W — N' -7°Phf;U7l/7v 

(144) N- (2-7PP-4- {[6-*h**>-7- (2-qEJWJ/X 

7x~;U) -N f -7Ptf;i/7l/7, 

(145) N-[2-7PP-4- {(6-^ h^->-7-[2- (1H-1. 2, 
3-h'J7V-;U-i— OW xh+v]-4-*/u;u} t+y)7xz;P]- 
n* -7ptr;i/7i^7, 

(146) N-[2-7PP-4- (7- {[2- ( 1 H — 1 — < 5 U ;10 X 
h + y]-6-^h + y-4-+yiJ^} t+y)7i^]-N' -7PtT^7 
1/7, 

(148) N - [2 -7PP-4- (6-^h + ">-7- {[2- (4-*^bf 
^y/) ih+y] -4-*yj;M 7xx;H -N' -7Pt°;i/7 
1/7, 

(149) N — (2-7PO-4- {[7- (2-k h'n^yih + y) -6- 

*h*->- 4-*; i) 7i-jh - n ' -7*ptr;i/7i/7, 

(151) N- (2-7PP-4- {[6-*h*->-7- (S-^iJ/T* 
P^*'» -4- + /»j;U]^+v} 7xx;P) — N* -yo^7i/7, 

(152) N-[2-7PP-4- (6-^S^S>-7- {[3- (4-^^tf 

^7-77) 7D^y]-4-+; u;H 7x-;i/j-N' -7Ptf;P7 

1/7, 

(153) N-[2-7DD-4- (6-^ h*->-7- {[3- (1H- 1, 2, 

3-HJ7V-;u-i-<;i,) 7°p#*->]-4-*y u;n 7xx;u] 

— N ' -7Ptf;U7U7, 
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(157) N- {2-7PP-4-[ (7- {3-[ (2-t h'P*-/I^) (* 
-N' -7"Pt?;!/£l/7, 

(159) N- {2-7PP-4-[(6-;* |^>-7- { [5 _ (i H - 1, 

2, 3- hU7V-;u- i -<;p) ^>^;P]^^} -4-+;u^) 

(160) N-[2-7PP-4- (7- {[4- (1H- 1 --fS^V'JJU) 7* 
h+y]-6-^h^y-4-+yij;n 7i^j-n' -7Ptf;u<7 
1^7, 

(162) N — (2-7PP-4- {[6-^h^v-7- ( 2 U / x 
h*:/) -4- + t7 l J-;i']t+y) 7x~;i/) — N' - (2, 4-^7;^ 
D7i"JH 71/7, 

(163) N- (2-7PP-4- {[6-^h + ->-7- (3 - WU y 7" 
P#4^) -4-*^/'J -Jl/j^x} 7iZM — N' - (2, 4-y7^ 
tD7iZJW 71/7, 

(164) N-[2-7PP-4- (6-*h*~>-7 - {[3- (4-/^;Utf 
^7-yV) 7°a#*->]-4-*:»-i/U-;i,} 2}-*^) 7i^]-N' - (2. 
4-y7M07il^) 71/7. 

(165) N- {2-7PP-4-[(7 - {3-[ (2 - t h'D + yXfJW (* 
^) 7$y]7"P#+y} -6-* h*~>-4-*i-VV-)V) ^y]7iZ 
;H -N* - (2, 4-y7J^07iZW 7l/7, 

(168) N - (2-7PP-4- {[6-^h^'>-7- (3-^*11/7° 

p^+i» -4-+/u;^y) 7i-jw -n* - (2, 4-^7;u^d 

7i-JW 71/7, 

(169) N - (2-7PP-4- {[6-*h*~>-7 - O-eU^U^h 
- V 7x~;P) - N ' - (2, 4-77Wn7i 

-;U) 7 1/7, 

(170) N-[2-^DO-4- (6-^h^x-7- {[2- (1H-1. 2, 3 
- h U7V*-;i/- 1 -<;U) Ih + y]-4- + ;UJH ^+-» 7x~JU]-N 
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' - (2, 4-y*7MD7i-Jl/) 

(184) N— (2 -7PD-4- {[ 6 -^h + 5>-7- (3 - bT^'J $V 70 
-4-*i-*/*j-)\,] 7x-;u) — N' -t^JlVlsT 

(18 5) N— (2-^7DD-4- {[6-^h + x-7- (3-tM'JvV7n 
-4-*^/U^;i/| 7x3) -N' -JL^)WUT, *3cfc 

(186) N— (2-*PD-4- {[6-^h + ->-7- (4-tf'JyJMh + 
-» -4-*/U;i/| 7i3) -N' - (2, 4-y7M07i- 

49. mm. mmmammm, 'littwinu^v^, 7fD-Attn 

\ztm-v^^mtb<itmmfn^(D, mm, i^ing, ismipu^v^ 

&<Dt&mzmm2tizmM<D&m<Diztb<Dtiim. 

\zn®rg%MbL<te®Mtu<to<Dmm$:. &&±&&t< nz&{*t mz&& 
m\z®*T%z\tz$/uT?ts.z>, mm, mmm&mmm, m&mmvo-?^, « 

5 £ t Sr£/uT&3, WWchTiSjfiilrWjfii^ff^&iaS-rs^. 
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